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(54) PURINE DERIVATIVE AND ADENOSINE A2 
RECEPTOR ANTAGONIST AS AGENT FOR 
PREVENTING AND TREATING DIABETES 

(57) Abstract: 

PROBLEM TO BE SOLVED: To obtain a new purine 
derivative useful as an agent for preventing and 
treating diabetes and the complications of the diabetes 
on the basis of a new action mechanism. 

SOLUTION: A purine derivative of formula I (R 1 is a 
group of formula II [X is H. OH, a (substituted) lower 
alkyl or the like; R 5 and R 6 are each H, a (substituted) 



lower alkyl or the like; W is CH 2 CH 2 , CH=CH or the 
like ; R2 and R 4 are each H, a (substituted) lower alkyl, 
OH or the like; R 3 is H, a (substituted) 3-8C cycloalkyl 
or the like}, for example. 1-{2-[6-amino-8-(3- 
fluorophenyl)-9-methyl-9H-2-purinyl]-1-ethynyl}-1-cyclope 
ntanol. The compound of formula I is obtained by 
reacting a 2, 6-di ha log en-substituted purine derivative 
of formula III (A and B are each a halogen) with an 
ethynylene derivative of formula IV and subsequently 
reacting the obtained 2-ethynylene-6- halogenopurine 
derivative with ammonia or a primary or secondary amine. 
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*cr7A=¥Ag, ffi&S£;frL-CV^-Ct><fc^C3~C8 V 
^ u 7A=*A-C 2 ~C 6 7A*Ag, Bg|g£r* LT 

vvct>«fcv7 y— Ag, «&g£=frL-cv>-ct>.fcv^7- 

g. **:f;t«gig£^L-cv^fc<fcv\ '><t<Hio 

10 t5„ r<D^ht«&g£*L-r^-Ct>J;v\ ) , 

2) B&g:fcJ:tf^niS^£*LTVvr<b.fc^5*fc 
(26j|5*3r#Sltfrft9H-5. WW:, 5£ 
[0 0 11] 
[-ft 2 4 ] 

=CH ifzli — C=C — 

[0 0 15] TfJ ->>-A2S^#:T rf- ^ h^Jftf? 

vk-c, &jmhmi, fmnmm. max* t> 

A2a, A2bi3<ttJ«A3^Lr5l*i$H5 (Fredholm, B. B. 
et al., (1994^), Pharmacol. Rev., 46^i, 143-156 

30 m) o m9mcry ! y-»'^m-i^-rmm^mkTv' 

- I/- h >^ 7— eH-^(C*-c5V^TAl*3 i^iC^-® 
(Van Calker.D. et al.,(1979^), J. Neuroche 
m., 33^, 999-1003K) . $ bl^ A2g^#:«T7 f / V 
yfcJ:U!7fyv'yA27^=x h-CfcSNECAi:CGS-2168 
0tC*f -f 53S?Pl±* s i« V ^Mgv ^ * i (cS'^V , >TA2a4o «t tM2 
b^-y-^'TT'^^llSS^c (Burns. R.F. et al. , (198 
6¥), Mol. Pharmacol., 29#, 331-346H; Wan, W. et 
al., (1990*p), J. Neurochem. , 55^, 1763-1771 

[0 0 16] «ni»ic|iLTtteiT<0 < t5^^fc 

y >$5§:'tt£--r:#£-fr5 [Challis, R. A. , Biochem. 
J., (1984^), 221^, 915-917H: Challis, R. A. , Eu 
r. J. Pharmacol., (1992*f), 2263£, 121-128H] 0 JIMflS 
*fflflai:::J3V^tt77V ^>-l4Al§^«r^bT-f V 
50 ><Dm&&&M&xm0>%l > ) : &%-&i&m-rZ>[\annucci, 



4> 
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S.J.etal., Biochem. J., (1992^), 288^, 325-330 * [0 0 2 01 

Klo WO95/18128*5J:rM098/03507(C^Al§:^ Ut2 7\ 

IBUTtt, TO9701551ICA2aS**TV^dr^-X 

<*SH"CV^V\ Collis, M. J. et al. .Trends Pharmac 
ol. Sci.,(1993), 14#, 360-366HteflTttlS"e<O*l#r4 

#»E«rt±<*v\ *fci*tfei:a*JBttR:, W09801 10 
459HA2S^T^^ hOMFflyRttflMlcoV^TEtt 
LTV****, Tr/^^^Ty^^^ Mcovn 

<T>T*fS V^A2S^#T hcO{4fi#it^?Sfffi 

(1)— «SC (I) 20 
[0 0 18] 
Ut2 6] 
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(D 

[0 0 19] R'tt, 

i) * 

— CHaCHji . — CH= 

[0 0 2 5] S:S*-re. R'tt, Tk^lS^, »&g§r*r i 

X^XhX^C 3~C 8is? vT^/U^ 

R , tt3^-& L T V * 5 ^fgJl^ t — llf fc. ft o T $ ft 5& 
ft****!*-*-*. Z<omte&b\^<rum?-&mVX 40 

[0 0 2 6] R'Ji, tK^H^ figlSfc^fLT^Ttxt 
v^C3~C8©^o7;K;^ a^*Sr*LTV^r 

V—^m. *fctt«&«£*fL-Cl^-Ct>J;^C2~C6 



[0021] (5£<K xistMiii-?. fcWtm. fiftS* 
Xh £\,^T% /a^sefe-rs. 

[0 0 2 2] R 5 *5iU5R <i l*l^-*fcf±^^oT7k*iff 

Sr^ - l/rv>T t> i V>fiSfp*/cl4^ffifP©C 3 ~C 8 */9 
aT/^A^m. «&S£*L-a^-Ct>J:V>C3~C8v' 

*fci4«&S£;frL-rvN-ct>J;i\ 'M<Hio 

fc^^ixs. ^^m^-^^x^xh x^mzMte 
6 m^^n^M^-r 5. 

[ 0 0 2 3 ] Wtt, 
[0 0 2 4] 
Ht2 8] 

CH — C=C — 

Jgcrry— /WS, aglS^b-CVNTt, <fcV^C2~C 6CD 
T/v^^wS, fiilSSr*Urv^rt J:v^2~C6<D 

[0 0 2 7] (1U W^-CH^Hj-t?, xaMdHIS^fctt; 
[ft2 9] 

— c=c — 

tf. R'*S*lgil^-C, R**sSglSSr*L.TVNTt,J;V^ 
Zth(±>(Dit'&Vo<D<PX-&-g. UV^Ji: b-CttW*53i^-V' 

*.?--v^mx'*>z>\'ctem*m j fz>^ k&x$z> 0 

M<D^y MR«K:n:% ( I ' ) 
[<t3 0] 



(9) 
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[0 0 2 8] 2) — «5£ (VII) 
[0 0 2 9] 
[4fc3 1] 



>3a 



[0 0 3 0] [5*;*, r'\js .tiW'iifii — ^ 
\ r»\ ifjsitw^ttiai— *fcf*iaM^»)7K^is 

^ ^n^>-Jl^ Cl~C3tf>©®7VW=*/l'S, C1~C3<D 

[0 0 3 1] z.ihb<oi\&Vo<r>*¥-Ql8-iz\-,^mb VXR 

T/Wdr/WSt?, R*\ R", R^isj: Wovvftt^— o 
teCl~C3©^RT/v=*vSTfc5teiNSl> £ 
L<fcfcR\ R\ lfl^-tfeliWi:oTCl~3 




[0 0 3 2] 
[0 0 3 3] 
Ut3 2] 



3) -JKS; (viii) 



N 'V G 



N 



(vm) 



(VII) 



, rV-O 



(K) 



20 



^ [0 0 3 8] SBittfcr?^— A'Sfctthyry 

[0 0 3 9] 5) — (X) 
[0 0 4 0] 



Mt3 4] 



30 




N 



(X) 



Zi 



40 



[0034] ««k m&mm* 

i~C2)r/w^r/i'S, */v*y y^^vwS. 7!);Mf;i' 
a, *fc»*f y^/w^^ssrx ciiyy^ 

[0035] ^ne>©-fk-&<Ki©5*>-e»*bv^ji: lt 

«:2-( j e/i'# y ; )ac^t?, y /u&x-i>Z>1b&fo 

[00 3 6] 4 ) — (IX) 
[0 0 3 7] 

Ut3 3] ^50 



[004 1] (5£*. U«^H^, fiffiUJl^s *fcttN 
H*£, Vf**&»^«&$;ft/C^Tfc<fcV^®T/W=*/W 

* ^5£3^c "CS^I^ii/'Cv^'C t> <fc v ~^~7 x. — /i^S^ fefi 
77^;H> *fc(i^nry-/wSSr**-r'5o Zl 

y/ws^if<D^DTy-/ws^**i-So ) 
[0042] ^tih^ohxm^v^^t^t 

[0 04 3] *»«I4 V Try WA2S*frT^^ =te 
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-tmm&o. 5»usLTt>\ £ nA2b^m^n z> neca 

$iJ»cAMPje£^»#J S-^-r IC 50 ffi^0. 7 // MWT-efc 6 t o 

(C*5it 5NECA»J»cAMPS4«l»J £*-riC6offi2 s O. 5 // M£Jt 10 

1> <D£r^{f 6 r t £<> 
[0 0 4 41 

mwmt&<oi&m -«sc en k^t, x, r\ 

R\ R\ R\ R\ R 1 &£XM*<D7£miZ.&bi%Z>M&&& 

ii, *S£S ; ^-/i-S ; ~ h ; >ry m ; 7 20 
iK^y^/K n-/pe°;K >f yy* tf/vft 

if<B<E»X/l'3r/l'S ; y ^h^r^> n-^P# 

; y ^/v-S, i^/i^n y ^WS, YV~7 

y ^/V^ 2, 2, 2- h y 7^toxf;i,S^ 

3r SOAP'S* t KP^r^f^S, tKP^of 30 

-t?^i?~/vS x ifpy^s, tr^y^—A*. 

t KnTf^M, tf^i^/vS&ifOStftX ^ y 
S ; #^**^* ; y h^rV^/V^^/vS. ^ h^rv" 
:/ a tf /io&/v#~A£jfc if cox/v^ * V 

; x-t^xs ys, ^^y^A-x^ ySftifcox 
wvr ^ ;l ; **Bft*fc«:c i-C4 oxa^as-c 

*fcKS:B&X y — AX/i^c^aS ; hV/^ 

r=y y y^s*if(o«s»*fcttS*r y -as ; 
trn-/Hk tf^yy/ws, >f hyxy 
y^s, ^hyyyAS, ^xyyAg, trysts, 
fcr y ^ tf7^;vS4 if <D*Sg«* fcttggl^ 50 
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^nxy— a« ; #a#^>xa3tA« ; y h*s/#A 

7tf^Ay^AS. =-Y*cfl3A'i$~;V*3-A,^ y h^r 

; ^y^S, 4-^ t3 d'O^ASfcifcDX 
y -;W7;i/^;wS ; tf y vVi-y f;vS, tf y ^/w^i^/w 

^v^^^^vs*if<or^u>'^^^S* 

So 

[0 0 4 5) A*5j:t^B<D^(3l*5ttS^n^^Jl^ i: 
tt. 7ymm^-. MMM*. *^JS^F. a^SfiS^Srlc 

[0 0 4 6] X, R\ R\ R\ R\ R 7 *3 XZJW<Dj£m\Z. 

>^^/^a, y^^/^S, sec-^^/wS, tert-^^/W 
n-^Vf/H, 1,2-^^^/^ntVwS, 1, 1-v^y 
^u/n^S, 2,2-i^^^/v^nif/vS. 
P If n^^^/VS, 1, 2-i^^ ^/vy r ^/wS> 2,3- 
v^^f^^f/H, 1, 3-i^y 

^?v?X2 fVP-S, 1-^ ^/w-2-^i^/W^n if /vS*S: 
*>if6^i:^-e#S 0 
[0 0 4 7] X<0&*|c*fottSffijRT/W3*V»i: 

1, 2-i^y 1, 1-^*^*7* 

tV^^rVS. 2,2-i^y^/^n tVV^^ri/S. 2-^ 

^y^t^rv'S, 2 t 3-^^^/Uzf^^^m, 1,3- 

t^^S, i-y^/i-2-^^/^nevw^^rixS^^fc 

[0 0 4 81 X, R\ R\ R\ R\ R 7 *5 J: tWcO^ggJC 

D^/^axii^^ p*^^s*if<o«ai»3 

-ScOv-^nT/^/WSSrSS-r^o X, R\ R\ R\ R 

[0 0 4 91 R 3 *5j:OT<D^(c^^ttS®«T/v<5r^ 
/w»4: ttj»**2 — 6 Oii:^$>Sv>f^^or/w<5r^ 
ffilx.tftf^ywS, l-r/n-^/wS, 2-^0^^/^ 
^y^n^/wS, 2-y f;V-l-/P^^;vS, 3- 

y ^/u-i-y'n^^/vs. 2-y ^/^-y'o^^/vs, 3- 
y^/i-2-^t2^^ywS. l-y^^/^s. 2-^^/1^ 
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[0 0 5 0] R A <Dfem\z.&t>thZ>&mT;i'*c^;umb 
sum. >f V ^ n h > -f yHSfc ^.©IBteai^ttft*^*^ 

v >^-*>r a** if (Dmrnm*,*^ >m* bmmzti 
~=^y>f a** ¥<D&mm#>* a^ >wa* t>mm £ ti 

5S> ;/y A-S, 7^ AS, ^yirn^A 
^^n^f;wS, ^y^n>fA£, 
T~y-fAS> ^~n-fA£, fc^n~u^AS, #n 

[0 0 5 2] X, R\ R\ R\ R\ R 7 ^<t OTO^gtC 
*e>^^5fi«ISSr*bTV^T^><tV^Ty-7^S(-*5it'5 
ry^stn 7x^;VS, 1— ?~y^A&. 2— 

[0 0 5 3] X, R 3 . R\ R\ R\ R 7 *5<fc tW©)£St 
AS, ^~~AS. ^ryyAS, tt^S 

y^n, -Yv^r^y/ws, ^y*iJ-yyAS. >f 
yyA», t^yyAS. ^r^ryyAS, 
r^y/vs, bVT^v/^m. ^h^yyAg, t°yi> 
as, try^s?~AS. t°y^^;va, tr^—A 
s, -r^Ky/vs, >r y>f>Ky/^as, ^i^st^-a? 
g, ^<y^7 7-/H, y^^yy^/ws, ><;^y 
*f s^yyAS. -f^y^/yAg, ^y/fyr/y^ 
^y/fryy/vs, ^oy^-^yy as, *y 
yAg, ^y^yy/H, ^yy/y^s, y^^A 
g, ^y^yAg, -?-y^y i^/wg. ^t/y^/w 

[0054] F&xxjwvfemK&bfrz&mmzmi, 

TV^fc^v^A^^Aglc^T, ^girte, #1 

X«> y^Ag. ^Ag. tert-y^Ag^CDfg^X 

4-i^y h ^^y^;K v>y ^a, h y 
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A*Ag. 2,2,2-hy^nP ^A\ 

r^yA^^y^A, ^v-yA;*-*^ 
y^A, l-r-tr h=¥-y^^/K 2-r-t h^rv^^A, 1- 

^/^ a A;^3r v^^/K 2- fcV^ a >f A*-3r ->3L^ Aft 

>f A^^rv-^^A, ^f^ffJj -fA^^riyy ^/K 1- 

^yfiS7;v^r;H, y h*^*/^*^^**^^^^ 
1-^ h^ri/^/V^/^Vxf 1- (^y^a^^r 

^;vt^r^yfi®7;^;H, #a#*so*^A\ 2-^^ 
^^v^^/^^o^/w^^iy^r/^^r/wS, 3-y^ 
y v>a^<d— 7- a r y — Ag, 4-^ y is*< is y 

>T/W^^riyy ^A"fc if CDg&gSr^LTV^ t> «t 

y>T ;vt^^ia7;w^r;H > (5-y ^A~-2-;t-* y-i, 
3-> J ^yi/y-w;y) y^A&ifcD (Sft^^y 
20 i^) fiS7;v^/vS, l-i^n^^AT^A;*-* 
v^^-Aft ¥<dis? v 7;vwtttt7;^ y >r /v^- 

;v***/^^;vt£¥<Di/? n7^W^r^^;wf^;v 

[0 0 5 5] R\ R\ R 21 &£XM 22 <D7£m^t>ivZ> 
30 l» 5 mmm* t -«ftc * o r*« S *l S « 4: « 

7v ? y> J y, r-^^v 5 ^ ^yv?y, ^y^yy, 
— t KP7f t c y, t Knr/vy, ^7v ; y> 

fc«TV/vS*if-C"C»«i*ttTV^t>J:v\ 
[0 0 5 6] ^W«c*V^T^*lR^**i-*ft-a*H: 

[0 0 5 7] ^MI-isW-SJia^WKfff^SSittfc 

40 ^J^fiffiKffi, WEKlfi, #mmfcif 

^v^/v^v^Jg, ^yfy^/u^y^l, F/^xy^ 
/w^ i/ggig/j: if <D^r«IKm* li^J fi T ^ ^ 9 > 
^> V^if(DT^y^i:(D^ifSr^if^r 

[0 0 5 8] *»MYb-e*Wtt»tt3js(S< . JfcA 

^4^5igv^i:V^5^e>t>^•Cfc-5o 
[0 0 5 9] **M^d^>S^«Sr±E«liiLlcfflv^a 

50 mum. *7*a>#l fo-^j, » 
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km, mk m^m, mmm, Ktkwai, ^m. 

*j--t2>Z.b&XZZ> 0 

[0060] $m-ms&mm<o, m&comm. mvxon 
m, mm<o^m. mm, mm^M-r^m^mm^mcj: 
vmi, mrnrnAt ui B&tcv. jssjo. 

03-1 000mg, ^L<(40. 1 - 5 0 Omg. £b 
{C0*L<I4O. 1 - 1 0 Omg£ 1 0 1 -Wm^ftttX 

is^-t-s. mtm<z>m&\-&. mnimi » g/k g - 300 

On g/kg-?fc*K 0-£V<t3.ffi3 n g/kg-1 00 0 

[oo6i] *&wa>ik&ifo*mmik*z>\zL\^ mmo 

m, mmk mvim. m&m, ®<&m9km, & 
iwb«i*if*ipitfc*> wftRiio, &m, mmm, 
mum, mm, tf^/vai^t-rs. 

[0 0 6 2] ±W.mMMk Lt«, ¥Wt, => — 

0!i^.fi, #y /k # y tr^/vat— 

h7#Vh> -t?7^V> t7y^, t Kn*V7" 
X N ^Vg^/VS^A, ^^r^hyv, fist* b* 

[0063] -stem-tern t l-cis, ^f B (c^!jp-r5 r. 

bim-*SZtiX^%h<ox3bi%tf£<, *8!*$i«#l#JtL 

337^ *y*m* ^yum. mm, 
m&*m*m^btiz>o mmtmbvx^, r^=>/nf 

-*SZi%x^zt,<ox3btii££\,\ *fc. ts&iRxtmmm 
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[0064] a*ww. ^as^?sr«iti-s*g-« 

*gs?«s&#j, tsi&m. mmm, wmm. mm* 
b'&muvftmz&'QMig.-tz-b&X'Zz. z.<D$k. 

jMSI=j6C» «ige;i!gitt5ri:t»rfi6-cfe2.. tsa 

[006 5] ±mmmifflb vxvm&mffrtt. «*. 

fcf, y y A^z— h 8 0 . t Kf* 

/WsK^rv'^^/W-fe/Wa— ^-^ h y tf? y ^i^^- 

v^y/wf* ^jfcifSrWsr b&x-Z 

[0 0 6 6] *gfl?*t|*>#Ji: Ltd sKy^v-^ 

^wsg-ffct-^MS. #yy/i"<- h8 0> =.^^->m. 

[00 6 7] Hmtmb LTtt, M«EK^ h y 

20 *v &&mb\,X\*, Mx.tf'<7**i'$:M.mm*?- 

[0068] m.mm*M&irz>m&te, &mz& 

[0 0 6 9] 

[SSfjg^&A] 
[0 0 7 0] 
[^3 5] 
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L. 

o N^Y" 02 



X*|At 



o N Jv N ° 2 

x ju. JL 
R H N nhr4 

j ISA2 
L 1 

O N^V NH2 

X JL il 

r9 pi n nh r4 

a 

I XSA3 
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XHA4 



X^A5 



}-R 3 
I 

R 4 



6 



Jx*iA6 
L' 

> — -1. 

>-R 3 



L' 

O N^V N ^»3 

x jl JL 

R R N ' 4 



Jx*§A7 



R 



>-R 3 
R 4 



a 



[0 0 7 11 ±i%<P. L'jSXXJVki^tiy^m^M^ 

4&4, 6-^0 -5-- h ci-2- try s^T-thr? 
[0072] izmztizmm}: ltis, s^srpa*-* 



^ig#tf>£jSttK it) - 2 0t:~5 OXltWffi 

[0 0 7 3] *3Lmc&\,^X, i?m&ft<Dt£&.$:ft&Z- 

3-£r§!!ig-r5Xg-e;fc5 <> 
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[0 0 7 4] Sfl*3l5cli*^#H^T9^— Ni, Pd-Cfc 

xhtn-imz.m^iv^^. &miz.\z* ? y -/k ^ 

$b!R<E>y 9 y — y — ;Wz if(DT/v=i—/u 
*Vm-f h y-7A, NiCUPPW,-**^?*-?- h V 

[00 7 5] KJfcte, T 5 /«i7;wrt vmmfrb Sr 

/K i^y-zHOSiT^a-^i, 7b7tKn77 
5 K*4f?«)5. SJfcte0~l OOt, 0jglc:fS 

xmA4 ; *igtt, ±m-7v >mmme> 2©©r $ y 
m<D^mmxhi>r^m^mmv, 2-7 $ y y y >-p 

[0 0 7 6] /K 31^/— /K v?^"=¥f- 

[00 7 7] XSA5 ; *X@|*. 2-7$y/y >ffimtt 
507 5 y S-lrf 5 ^ FW S^ICt >) y ^.DfE^- 

fc**u 2,6-^ciyy^y ^^6^as{^i-^x 
BSrv 5 ry*'fbbrv J ry— 7^st u JS^-c^x— >7 

^i^nt-^-r, 7h7tKD77WiJf 
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fflV\ 2-3- KT'y V^##:(c^g|-rs<D^*t»* L 
XSA6 ; *xm«*2, 6-^0^; y" y yRS«:6.© 2& 
S*SrfTV\ 2-x?=u>-6-Any / //!)yi^7 

Srisag-rsxs-efcSo 

10 [0 0 7 8] SJEfcte:* tm&Wtrwex M)7i = 
/v*^7 -f y^7^7A (II) £ 3 ^*3«fc I*3iR 

H5Mi:LTIi7 1 h7tKo77y, S?***V. 3? 

-^ifwy^D n— /we>y ^vvzc— j- 

/vo J; 5 ifex-f/i'iJ fclJ^^ f /i^*;VA7 5 h\ 1- 
y^fciy^y^^ifSrPJfSrir^^t^,, 

Lt« h y xf/V7 5 V, iMyyaf 
;Hf;V7 5 DBU. ^VWT= y ^3: if -^S>5„ 

SfS}s«i±o~ioo < c^»ja-e$ e>tc^* l< w^m-efc 

20 5o 

XSA7 ; *x@«, 2-3c^- w o # y y y 
$ y-2-if=yV7-!) Vp^8Sr»!igi-§X@-Cfe 

[0079] r 5 >mmm*%L#-iitc\-3.m&i>m^m& 

30 /V« ;rb7t K077>, i^f-drf-^ v'y b^i^ai 
i-7/H|;^fl/^o!' K, ^oo*/^ 

•AT ^ K> l-y^/wb-o y v^y v/i£5r#jf^i£*s-e 

[o o 8 o] SJ^®*f*o~i 5 o'C^jg-e, $e>tc 
»*b< «5 o~i o o^-efes. 

[00 8 1] 
40 Ut 3 6 ] 
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R 9 



O 



ZDgBl 



O 

A JL Jl 
R H N nhr4 



|x®B2 
L 1 



IT 



"NHR 4 
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[0 0 8 5] 
lYb 3 7 ] 



Vr 3 

R 4 

mci 



[0 0 8 2] ±5£*, L' x R\ R'\ R 4 *? <fc UWSHtrlE 

XgBl ; #Xgfi, ^<D*-j5fe-e®}jg^ttS2-Tv'/VT 30 
s D b n-6-fy 5 K^P^l^T 5 ^ 

mm ft h Rf£ $-£T2-T V/V-T 5 y -4-fi&T 5 / -5-- 
ho-6-fyS K>P«#2£§«£-rSXg-?#>5<> 

[0083] mmzivzmMb lti*, s^^pa** 

Bf5g#©Si&«fef-<fc9^:by. -2 0^5 ot:^»ii 

</>ifT-(-^L.T2-T->^T 5y-6-Apy;-5-=: h 

So 

[00 8 4] Rj&H:, fcteXir h y /K 



R 4 



[0 0 8 6] -t5£*> L\ L*, R\ R 2 \ R'SJitflm 
MfSSrS*1-e o *§!!3t*teC«i!!it*&A|ci3(tS2,6- 

TSZ-ffcU J^tC2^©L a ^^=l-V*lC^bTe 

xgci ; ^igii, 2, 6-*?^vyy t* y ^^^icd 6 
[oo87] r $ >mmm^ft*titeWi&.i>m^mii- 

<o<t ? WfcRfbfciitS; ^y f^*/^7 $ 

[0 0 8 8] S^mS«0~150 t Cj5S^5g-c > $ f>^»4 
L< tt50~100 < Ct?fcS o 



(16) 



11-263789 



29 

M7^; K> WiifSragtfS:: tit* 



30 



WJIt*ttcD] 
[0 0 8 9] 
[ft3 8] 



n 

rxv 



9 

CN 



X*IDl 



II S >-R 3 

N 
Q 

CONH 2 



XSD2 



N 

II Vr 3 

~ N 
1 

Q 

I 



3 



N 

II Vr 3 

N 
1 

Q 



H 2 N NCN 



[0 0 9 0] ±55+, Qttr/u^l'yaS. B&SSr^L 
[0 0 9 1] *S}jg*ffiDI4i!i^j£A*fc{*C©^ffi-e 

T5.v^mm&&WLm.-tz>*m-ehZo tot, r j *sj; 

[0 0 9 2] SJStt T-feh>\ i^-3M*->\ fh7t 



XSD2 ; 7^3Mtt> Wkmjym*tc\-tC<Djjm-(?M&iS*l 
[0 0 9 3] VN^V^^jS^atdSnrti-efc^,, 
0 O'CJ^JitcSPl^i-S^ife^.toT, N, N-^fi^#:|*m 
y ffi&fcl&TJV 5=!>A7S KWSH (MeAlClNHs) 

[0 0 9 4] %s7 /mmfcV&'Stt^titz.tt.T'Y? 
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rt*ST?#S. r<0&f£§r, «it^)SfeC©xmcl-t?S!!3t 
-f2-3 — K-N-v-T 775 ^V^igffci: Lfc^fCT/Wdr 

[0 0 9 5J 
Ms 3 9] 



32 



Q 

C0 2 R 12 



j MEl 



Q 
C0 2 H 



R 1 ' 



I 



I3IE3 



Q 

CONR 13 R 14 



[00 9 6] (SC«f>, R ,1 «*/U*^v'/wScD^S 

R 2 " 



*v^-ct>«fcvwror y — /um&m<%-rz> 0 r\ r s, *jj; 

X&El ; ^Iili, T/v*y*fc«iP^lcJ;i3i*: 

[0 0 9 7] fflV^HSBfei: LTI*M> «£g^©*£» 
cdtK^E, T/w* y i: Ltli*Kftt Fy!7A, TKK'fk 

10 h7tKn77y> -mt^ffi*tI?H^I 

5. 

[0098] h 7 t Kb lf7=^S© 

XSE2 ; JtefcWfeftfctfA^^ltiiWtaSr 

n<DK;s«=fi*#fc^tfe u i * it » 2 mr $ > t &u& 

20 3r V# /Htf—/!^ n y KOl5*^nn jJvW — h iKO 
5„ JtJii: L-CtiT 1 h7t Kp77^ i?***^, ^ 

XI1E3 ; *XSf*, */w#^SI^^#:2SrS*-rs £ i: 
< „ =. x AffHIttl tc T 5 >mm& £SJ& $ *T » 
it&gfcT? KP^3«r#^Xig-CfcSo 
30 [00 99] «®SR" ?vwS, n^/WSft if 

[0 10 0] 
Ms 4 0] 



(CH 2 ) n 
OH 



R y 



(CH 2 )^, 

C02H 



[0 10 1] (5$;*, n«2^f>6 0^fc«rS»L., 
R'\ R\ R'\ R"*5J;lW?"«*iIiESrS*-r-5o ) 
xmFi ; ^Xgft, *KSr«Jft$nfcT/Wdr/WSSr* 
-TS^y >P^l^^kLT*/WJj?^^^2^Kig 



mt Lxvamtfem. ^dd*m ( a^fwy, r 
50 -t h=- h y/K f y 7khz>w£^i%t>e>m&mi& 
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[0102] z.(oa 5icLTM&£ti±#/v>#>'&mm< 



34 



[0103] [KJfiDErtfeC] 
[0 10 4] 
HIS 4 1] 



R 4 



X*IG2 



OH 

J 4 



»-R 3 

I 

R 4 



[0 10 5] r«7 5 

XgGl ; ;fcX@te, 7V >"ft&<D6U<DT$. smtitcte 

0*^10 0 < C-CtT^6„ 

XSG2 ; m<DT 5. S &&i?TlS4tmi\mz. 

[0106] -^tv, fh7tKo77y 

[0 10 7] -^(VII)T?^$tLS<fc:^(OS!i 
it*&tt#H¥6-l 6 5 5 9, 1185 
6, J. Med. Chem.. (1993), 36, 1333-1342^{C, — jR 
^(VIII)-C*$^S^-a-ifel©S[ig^)&tt#PS¥5 - 9 7 
8 5 5*5it/W0 9 4 1 48 12C, — $!i£(IX) 
fr5te-a-4&0»;i&#ffil4WO 9 5 0 1 3 5 6*5«fcl*Eur. 58 



$g J. Med. Chem., (1993), 28, 569-576K, «SC 
(X)-C^$tt5<k^(DM^fe«W0 9 8 4 2 7 1 1 

[0108] *fc#»W©:/y ^iffltOttrLfc&X* 

30 i) ?vhto*mmmttte»tt&wuMm*m&.te*t 

Wistar 5M*tt?y h ©f«|*»?> n t?*«ESclc 
J: DfffiWSfc*M»U 5 « ^v'jfo.W, lO" 4 m -r>-^ 
y V, 10"' M ?*=¥-»MD-y>\ 3Ong/mlW0^#^Sr 
^tfWilliam' s Medium E ^»t?^0ft^«-r^ o 19^. 
ffFSWSSSrlO mM HEPES, 0.1% * v'Jfil.fitT/l-?' 5 is 
tfKrebs-Ringer-Bicarbonate buffer pH 7.4 (KRB) T? 

KRB^nx37 < C-C^>=¥^.-<- M"5 0 30# 
46 s 0.1 /xMNECA (N-ethylcarboxamide adenosine) h& 
40 ^k^^l^^(^P^S^>(Cll^W^V^=.-<-hL, 

[oio9] m&zm i 

[0 1 10] 

[iii] 
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MJA.fl. A. MM 


IC 5o 0iM) 




0.13 




0.49 


HffiWl 9 


0.47 


mmms i 


0.13 




0.73 




I'll CP SJ 


ft 4^ 




0.20 


mm 1 6 9 


0.48 


tmmi 70 


0.50 


^1 7 1 


1.01 


H*S«2 0 8 


0.27 


Hi6ffiI2 1 0 


0.52 


mmw2 i 5 


0.22 


H*fe«2 3 5 


1.27 



[ o 1 1 1 1 2) smsmmmm-^vx (kk-av tb j c 

WjQ) • #»5^J<D«H4KK-A'/Ta Jcl^*;*. (B*i7 
te-g-^SrO. 5%^ f;vfe;wp — * L» 10 ml 

littUfo. jfo.$:15Ml£MEiU I1l*>K:0.6 Ifi&iiSfi* 



*Kl35MllCffi^-r5 0 (1500 g % 10;9\ 4*C, 

20 ftifl^L^S-eKR, s<y?^> (tfc) ) Lt#fc±» 
^<0^/V=— ^.tr^=— J^CIIt 1 ^ M7=— (fn^6*fi 

[0 112] ^*tt^2-l~«2-3lC^«(C*U 

DunnettS#mJtfeSr^TV\ p<0. 05£r*Sc^fr t> t^Jfe 

[0 1 131 
[*2] 



82-1 : efiS^tSS^^^dCK-Ay/TalcI^SSllllliUjhM-*^ 





(mg/kg) 


4a4-5«F««iHiaM 




mimm 




72.4 ±4.4 






10 


47.8±4.8 


* * 


Uttffill 9 


10 


51.8 ±2.9 





[0 114] 



<** ; P <o.oi vs.»Mttm 
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£2-2 : st^&mfcm^*x<tt-Ayn*jd)<oi&i^Kni-zftm 



[0 115] 





mm 

(mg/kg) 


1 s^swmuNi 

— — ■ x 100 (%) 








67.6±2.4 






10 


42.3 ±4.8 


* * 




30 


38.3 ±4.4 


* * 


(** ; P <o.oi y S . mtmrn) 




(mg/kg) 


«*«*» Xl00<%) 








70.7 ±4.6 




torn 2 i o 


10 


51.5±4.6 


* 



[oii6] ^(DXo^&wik&mwnm^Mz. 

[0117] HiS^J 1 
3- (6-T 5 y -8- ^ -2- [2- (1- fc Kg 
3r P^vVV)-l-:^^/W]-9H-9-:/y ^/W^Q- 

y- 

1) ep- u-o-vtv t~v y)-5-^hp-6-t^y-i,6 

Kn-2-tf y v^/v]7t LZJLJf 
3-v-T y/^y V2. 54g<E>^ h7tKP77> (25ml) 

23ml «rO < C-e^>o< *>JPx.fc 0 ^O^fiS^4 

^7*feb7^ h^gSrOIC-CJn*., 3.5ff#H8»#Lfc 0 S 
j£*8:2>iflU £>SfcbfcB#§r* **t^lOml<D*. * 
/K 7 1 b7tKo77^ 7^£rffll\ lift 

«sofc 0 ^®"CK«fe«. Ni-[4-(3->ryr^y y)-5- 

=■ hn-6-^y-l, 6-v>fc Kn-2-t tt y SS^AOT-fe h 

K2.58g£r#fc 0 flX^96% 0 
NMR (400MHz, 8, d 6 -DMS0) ; 2. 18 (s, 3H), 7.56-7.60 
(m, 1H), 7.67-7.70 (m, 1H), 7.83-7.87 (m, 1H), 8. 
07 (s, 1H), 11.05 (s, 1H), 11.69 (br s, 2H) 

2) if-[4^oD-6-(3->7y7^y y)-5-^ ho-2- 

try gJ^/WjTjfr g K 



N 1 -[4-(3->T y r ~ y y )-5-~ h y-i, 6-^ 50 ^3 



(* ;p<0.05vs. IMMHR) 
t: KD-2-t°y S v>~/l/|T*fe t>T^ K2. 5g£r50ml<DTi? 

h~1>y,M-«l»U fF7xW^^^ny 

K2.64g. N, N-v^y^/WT^y >lmU ^^mtV > 

4. smi tap*., smmummmx^tco Kjts*«r*»fcK 

U *-C«5V^Kfl|«. Nl-[4-^on-6-(3-v'7VT~y 
y)-5~~ hu-2-t°y * v^/P] TthT^ K2. 5g£r# 
fco Jfc^93% 0 

30 NMR (400MHz, 8, d 6 -DMS0) ; 2. 18 (s, 3H), 7.56-7.60 
(m, 1H), 7.67-7.70 (m, 1H), 7.83-7.87 (m, 1H), 8. 
07 (s, 1H), 11.05 (s, 1H), 11.69 (br s, 2H) 

3) 3-[ (2, 5-S?T § Z -6-^ g P-4-KT y g v^/V) T g 

N J -[4-^ n n-6-(3-v-T y V S )-5-~ h n-2-fcf y 
^^/V]T-fe hT^ K2.37g£r^y — /V-237mlM»# 

b»t:0-^X8. o4g«r*o*., eot-eirtihb** e>*^ 
itfrvm-r h y *Ai35mg£:*p;tfc 0 eo^-cs^raa^ 

40 U tfc«<ft«r£>ifiU 7k"T?i5fcV\ 3-[(2,5-^7 5 /~6- 

? a a-4-tfy s t s y j-o-y^ h y 

NMR (400MHz, 6, d 6 -DMS0) ; 4. 24 (s, 2H), 6.08 (s, 
2H), 7. 38-7.42 (m, 1H), 7.44-7.49 (m, 1H), 7.97-8. 
02 (m, 1H), 8.31-8.34 (m, 1H), 8.62 (s, 1H) 
[0 118] 4) 3-[2-T 5 7-6-^ p p-8-(3-^/V^p 

^ ^^/W-9H-9-y y ~M^<i/y~ h y/v 

3-[(2,5-i^T^ /-6-^nn-4-t w y ^ i>^;U)T ^ / ]-< 
h y/KDSjfeS3. 2gSry *y-/W64ml^«¥U 
.2ml, 3-7;l/^P-<yX7;Vft K1.7ml$r*Dx.. 
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2#n*»T?ai#Lfc 0 u h*^-?2m 

2g(D10ml^* 7 — /^^^Pxl^PM^SJfc bfco R 

«r**u mmit&m-i2-T s j-6-9 p 

fco 

NMR (400MHz, 5, CDC1 3 ) ; 5. 09 (s, 2H), 7.06-7.10 
On, 1H), 7.11-7.15 (m, 1H), 7.18-7.28 (m, 2H), 7.40 
-7.44 (m, 1H), 7.53-7.57 (m, 1H), 7. 62-7. 64 (m, 1 
H), 7.70-7.73 (m, 1H) 

5) 3~[6-9 p p-8-(3-7/W^p 7z*-/U)-2-B— K-9H 

3-[2-T ^ y-6-^ n n -8- (3-^7^ n 7 ^ ~ -9H-9- 
;/y c=./i/]/<»f- b y/U2.6g4rx b^fc Kp 7 7 ^105 
mile** VmffiWtJ y T * ;V2. 9ml, 3 - K;* 9 V5. 8 

mi, Bwtm— «L37gSriD*.i«FiHAajRa«ffibfc 0 
terns?*, iotoi©B»^^^*ia^»»*»* 

U g^^^WOOml-eflcoyto &IKfrWIMKBU 

^9^«l»t«lU : ^^>=1 : 40 

S^^lWWfclMBU U 3-[6-^pp 

-8-(3-7/^P7x^)-2-3- K-9H-9-^y ^/W]^< 
^^by/W.7gSr#fc 0 «2^50%o 
NMR (400MHz, 5, CDC1 3 ) ; 7. 19-7. 27 (m, 2H), 7.31- 
7.40 (m, 2H), 7. 57-7. 60 (m, 1H), 7.64-7.66 (m, 1H), 
7.53-7.57 (m, 1H), 7.68-7.72 (m, 1H), 7.84-7.87 
(m, 1H) 

6) 3- Hpp -8- (3-7/1'* u-7=c -2- [2- (1- 1: 
Kp^^ p^^V/^)-l-^^^/R]-9H--9-:/y ~;v} 

3- [6-9 n p -8- (3- ^ n ^ ^ ^/V) -2- 3 — K-9H-9- 
^/l/j'O'^- h y/W2. lgSri^**-9->54ml^*«f 
U 1-^^/Vv^ n^^rihy — /V660mg s If X- h y 7 
oi^/V^^^^^^^v^^A^^n y K310mg. 3»?ft 
gj— $pai69mg, h y xf/i/7 S V0. 39ml^Px., ^m~C 
^T(cjoV^T^ra»^^bfCo ^**100mlG>S?i*n 
n U lOOmlOfift^U^r $ ^-4g^ 

fSTSSISJtLfc. *^e*20ml(Dfi&fP^:m7K-e«cV>, ft* 

«jb«-mj !?^T^itfc 0 mmm>®&. loomicoi^ 

p a -8- (3- 7 -2- [2- (HKp^ 
a -s^r^) -1-ol ^^/w] -9H-9-^ y —/W ^< ^ h y 
A4.8gfrftfc. iR^86% 0 

NMR (400MHz, 5, CDCl 3 ) ; 1. 27-1. 40 (m, 1H), 1.57- 
1.78 (m, 7H), 2. 01-2. 08 (m, 2H), 2.13 (s, 1H), 7.18 
-7.24 (m, 1H), 7.25-7.28 (m, 1H), 7. 32-7. 40 (m, 2 
H), 7.55-7.58 (m, 1H), 7.66-7.72 (m, 2H), 7.83-7.8 
6 (m, 1H) 
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7) 3- {6-T 5 I -8- (3- -2- [2- (1- 1: 
Kp 3r 3r -l-^^^-M -9H-9~'7 P V —M^lsyT 

3- [6-9 p p -8- xiy *l -2- [2- (1- 1 K n 
3r n^^->/V)-l-^-^^/V]-9H-9-^y ^./H^V 

t> y/W2. 0g§r200mlcD20%T>^e^T/^^y— /VIC 
JR88U V— y*^100^T8B$WRj££i* 

fc 0 ^Sfc/&*PU i£JBg|£Htg> ^li*W7A (40 
g©i/y*W ^MfJSLfco 5%*9/*- ;v*<St}&9 

jRlOfollClRHU 
*1.4g«r#fco K^73% 0 

NMR (400MHz, 6, d 6 ~DMS0) ; 1. 26-1. 41 (m, 1H), 1.46 
-1.75 (m, 7H), 1.99-2.07 (m, 2H), 2.32 (s, 1H), 5. 
81 (br s, 2H), 7.12-7.18 (m, 2H), 7. 21-7. 25 (m, 1 
H), 7.30-7.36 (m, 1H), 7.54-7.57 (m, 1H), 7.60-7.6 
4 (m, 1H), 7.68-7.70 (m, 1H), 7.75-7.79 (m, 1H) 

M&^zmw&m^mmmi kmm\^xmmm2^b 
[0119] 9mm 2 

l-{2-[6-T ^ y-8-(3-^/W^-n Z^=Mz§zZ ~~^-9 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 16-1. 28 (m, 1H), 1.37 
-1.63 (m, 7H), 1.72-1.80 (m, 2H), 7.22-7.26 (m, 3 
H), 7.36-7.42 (m, 3H), 7. 50-7.57 (m, 3H), 7.68 (br 
s, 1H) 

30 FAB MASS; 428(M + +1) 
[0 12 0] *S£#!3 
l-(2-[6~T5 /-9-[4-(v^^VWT^ y)^^^/^]-8-(3 
P7x ~;V) -9H-2-^ V -1- V 

NMR (400MHz, 6, d 6 -DMS0) ; 1.20-1.28 (m, 1H), 1.3 
8-1.62 (m, 7H), 1.74-1.82 (m, 2H), 2.98 (s, 6H), 
6.87 (d, J = 8.7Hz, 2H), 7.14 (d, J = 8. 7Hz, 2 
H), 7.23-7.33 (m, 3H), 7.90-8.45 (m, 1H) 
^;255-260t: 
40 FAB MASS; 471(M*+1) 

[0121] mmm4 

i-{2-[6-t ^ y -8- (z-y/v* a ^ ^ -9- (4-^e/u^ 

y J 7 ~~/\s)-9H-2-7V ~/U]-l~^~M-l-^9 p 

NMR (400MHz, 5, d 6 -DMS0) ; 1. 20-1. 30 (m, 1H), 1.4 
0-1.64 (m, 7H), 1.74-1.82 (m, 2H), 3.20 (br, 4H), 
3.76 (br, 4H), 7.06 (d, J = 9. 2Hz, 2H), 7.23 (d, 
J =9.2Hz, 2H), 7.24-7.34 (m, 3H), 7.39-7.45 (m, 
1H) 

50 FAB MASS; 513(M*+1) 
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[0122] mmm 5 

1- (2- [6-T ^ y -8- (3- 7 ;v^r -9- (4- y b3r 

NMR (400MHz, 5, d 6 -DMS0) ;L 17-1. 28 (m, 1H), 1.40 
-1.64 (m, 7H), 1.75-1.84 (m, 2H), 3.80 (s, 3H), 7. 
08 (d, J = 8.3 Hz, 2H), 7.26-7.29 (m, 3H), 7.34 
(d, J = 8. 3 Hz, 2H), 7.39-7.45 (m, 1H) 
FAB MASS; 458(M + +1) 
[0 12 3] HJS0O6 

2- T 5 J -5- {6~T 5 J -8- (3-^/V^- p Z ^ — ^) -2- [2- 
(1-fc Kp^»^ P^^->/V)-l-Ji^^/V]-9H-9-^y 

^/W^^y^ b y * n^ig 

NMR (400MHz, 8, d 6 -DMS0) ; 1.16-1.30 (m, 1H), 1.35 
-1.64 (m, 7H), 1.72-1.85 (m, 2H), 6.85 (d, J = 9. 0 
Hz, 1H), 7.25-7.36 (m, 4H), 7.42-7.49 (m, 1H), 7. 
55 (d, J - 2. 4 Hz, 1H) 
FAB MASS; 458(M + +D 

[0124] mmm i 

4- {6-T ^ y -8- -2- [2- (1- 1: Kg 
W ^ p ^ -y/V) -9H-9-^ ]) ^/U}^<> 

NMR (400MHz, 5, de~DMS0) ;L 17-1. 28 (m, 1H), 1.36 
-1.64 (m, 7H), 1.73-1.81 (m, 2H), 7.18-7.20 (m, 1 
H), 7.27-7.32 (m, 2H), 7.39-7.45 (m, 1H), 7.64 (d, 

J = 8.4 Hz, 2H), 8.04 (d, J = 8. 4 Hz, 2H) 
FAB MASS; 453(M + +1) 

[0125] mj&ms 

1- (2-[6-T ^ J -9-^ ^VV-8- (3- -7 uy^^/V) ~9H~ 

2- ^y v^py —;v - msam. 

NMR (400MHz, 5 , d 6 -DMS0) ; 1. 33 (t, J = 7. 2 Hz, 3 
H), 1.78-1.90 (m, 2H) , 2. 20-2. 36 (m, 2H), 2.40-2.50 

(m, 2H), 4.39 (q, J = 7. 2 Hz, 2H), 6.19 (s, 1H), 
7.51-7.57 (m, 1H), 7.70-7.76 (m, 3H) 
FAB MASS; 352 (MM) 
MM. ; 160-163^ 

[0 12 6] 

1-C6-T ^ J -9-Jc^/W8- (3-^/^ X2?^ -9H-2- 

NMR (400MHz, 5 , d 6 -DMS0) ; 1. 01 (t, J = 7. 2 Hz, 6 
H), 1.27 (t, J = 7.2 Hz, 3H), 1.60-1.75 (m, 4H), 
4.30 (q, J = 7.2 Hz, 2H), 7.44-7.50 (m, 1H), 7.63- 
7.70 (m, 3H) 
FAB MASS; 368(M t +l) 

; 150-153^ 
[oi27] nmw i o 

4-[6-TS y-9-J^^/W8-(3-^/^P^^^/W)-9H-2- 

NMR (400MHz, 8 , d«-DMS0) ; 1. 32 (t, J = 7. 2 Hz, 3 
H), 1.52 (s, 6H), 4.39(q, J = 7. 2 Hz, 2H), 5.76 
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(s, 1H), 7.51-7.57 (m, 1H), 7.60-7.75 (m, 3H) . FAB 
MASS; 340(M'+1) 
MM ; 193-196^ 

[0128] mmm 1 1 

3- {6-T ^ y -8- (3-^/V^- vy^ ~M -2- [2- (1- H Kg 
3rVv^ u^^-yjV) -1-^^ - /W] -9H-9-^ V 

NMR (400MHz, S,CDC1 3 ) ; 1.24-1.42 (m, 1H), 1.37 (t, 
J - 7.1 Hz, 3H), 1.46-1.55 (m, 1H), 1.46-1.78 (m, 
10 6H), 1.97-2.08 (m, 2H), 2.48 (s, 1H), 4.37(q, J = 
7.1 Hz, 2H), 5.83 (br s, 2H), 7.06-7.12 (m, 1H), 

7.17-7.21 (m, 1H), 7.22-7.31 (m, 2H), 7.48-7.53 

(m, 1H), 7.58(t, J = 7. 8 Hz, 1H), 7.98-8.02 (m, 1 

H), 8.14-8.18 (m, 1H) 

[0129] mmm 1 2 

3- {6-T^ /-8-(3-^/W^-p^ji^/V)-2-[2-(l-t: Kg 
^r-»^ n^^->/V)-l-ji^-/v]-9H-9-^ P y ^/W^<>^ 

mi&ffll -C#£>^fc3-{6-T^ y-8-(3-^/^P^^^ 
20 /W)-2-[2-(l-fc KP^rV^^ri^/W)~l-3i^/V]-9H-9- 
^ y h y /VL 4gSr^ ^ y -/WOml^igS? 

U 30%al^l:7K*7Kl. 55ml, m^TkB&fb^ hVV^ 
7K®Kl.55mlSr5Px.. 4B#W«#b*io WW bfc/jg,f|£r 

?>mv. K^br^iB>ft:^<o^y-m.i4 
^o^*^«5mi^px.. mm&mistc 0 z?^/u 

^L2g§r#fc 0 1R^76% 0 

NMR (400MHz, 5, d 6 -DMS0) ; 1. 15-1. 28 (m, 1H), 1.25 
30 -1.63 (m, 7H), 1.72-1.80 (m, 2H), 7.22-7.30 (m, 3 
H), 7.37-7.43 (m, 1H), 7.54-7.58 (m, 1H), 7.60-7.6 
4 (m, 1H), 7.77 (br s, 1H), 7.89-7.91 (m, 1H), 8.0 

1- 8.04 (m, 1H), 8.08 (s, 1H) 
FAB MASS; 471(M + +1) 

mmm i2t mmc br nmm 1 3 . 1 4 §r#^ 0 
[0130] mmm 1 3 

4- {6-T ^ y -8- (3- y ;v^r vs^—M -2- [2- (1- 1: Kg 
3r->v^ p^^rV/l^)-l-ji^-/V]-9H-9-y P y ^/W^<> 
XT 5 K - afflfett 

40 NMR (400MHz, 6, d 6 -DMS0) ; 1. 16-1. 28 (m, 1H), 1.35 
-1.64 (m, 7H), 1.72-1.81 (m, 2H), 7.22-7.29 (m, 3 
H), 7.39-7.44 (m, 1H), 7.50 (d, J=8. 2Hz, 2H),7.55 
(s, 1H), 7.99 (d, J=8.2Hz, 2H), 8.13 (s, 1H) 
FAB MASS; 471(M + +1) 
[0131] HJfiffil 1 4 

2- T^ y-5-{6-T^ y-8-(3-^/^P^^^/W)-2-r2- 
(1-t: KP^riXix^ u^^^y/V) -9H-9~^ ]) 
-M^^VT* K ; =MM%L 

NMR (400MHz, 6, d<rDMS0) ; 1. 14-1. 27 (m, 1H), 1.27 
50 -1.63 (m, 7H), 1.65-1.82 (m, 2H), 6.79-6.84 (m, 1 
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H), 7.17-7.18 (m, 1H), 7.19 (br s, 1H), 7.24-7.30 
(m, 1H), 7.33-7.38 (m, 2H), 7.42-7.48 (m, 1H), 7.6 
0-7.63 (m, 1H),7.72 (br s, 1H) 
FAB MASS; 486 (MM) 

[0132] mmm 1 5 

3- {6~T ^ y -8- (3-^/^^ n ^ ^/V) -2- [2- (1- 1 Kg 

NMR (400MHz, 5, d 6 -DMS0) ; 1. 18-1. 28 (m, 1H), 1.36 
-1.62 (m, 7H) f 1.72-1.81 (m, 2H), 7.20-7.28 (m, 2 
H), 7.37-7.42 (m, 1H), 7.63-7.69 (m, 3H), 7.93-7.9 

5 (m, 1H), 8.04-8.07 (m, 1H). 
FAB MASS; 472(M + +1) 

[0133] mm 1 6 

4- {6-T ^ / -8- (3- 7 /V^r -2- [2- ( 1- fc: Kp 
3r v^^-ls/V) -9H-9-^ V 

NMR (400MHz, S, d 6 -DMS0) ; 1. 16-1. 28 (m, 1H), 1.37 
-1.64 (m, 7H), 1.72-1.83 (m, 2H), 7.20-7.22 (m, 1 
H), 7.27-7.32 (m, 2H), 7.39-7.44 (m, 1H), 7.54 (d, 
J = 8.4 Hz, 2H), 8.07 (d, J = 8. 4 Hz, 2H) 
FAB MASS; 472 (MM) 

[0134] mnm 1 1 

3- {6-T ^ y -8- U7^z=./u) -2- [2- (1- 1 Kp 
^rv->^ P^=¥->/W)-l-^^^yW]-9H-9-^y ^/V}^^ 

*«6M i -e#fcvr y ^SrMeAlClNHa-efttS bT^fEtt 

NMR (400MHz, $,CD30D) ; 1. 34-1. 47 (m, 1H), 1.60-1.8 

6 (m, 7H), 2.00-2.11 (m, 2H), 7.26-7.34 (m, 1H), 
7.36-7.52 (m, 3H), 7.62-7.67 (m, 1H), 7.78-7.84 
(m, 1H), 8.02-8.08 (m, 1H), 8.13-8.17 (m, 1H) 

[0 1 3 5] FAB MASS; 470(M + +1) 

mi&mi 8 

rf-v-ry- {3- {6-t ^ y -8- (3- y /v* xiy^ -2- [2 

-(l-b p^^->/U)-l-zn^-/^]-9H-9-^ > 

HJK« 1 <om* Xg-C#^>^53-[6-^ n n-8-(3-7/V 
^-n^^^w)-2-3— K-9H-9-^y h y 

MCT >*r~T&ftm £ii:T# <b*Wb3- {6-T ^ y -8- (3 
-:7/lo*- ~/W) -2- 3 — K-9H-9-^" y V 

^^-r^KJc^^. 3-K^^^-eT^^/Hbbry 
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■«rTN2- V7 y - {3- {6-T ^ y -8- (3-^/^u 7 ^ - 
2- 3 — K-9H-9-^ y ^O-^^J^/W^^^^v^vSr 
#fc 0 ftl:»J 1 (Of 6 Igt »^ti«r^t^t 

l-^^/wv^P^^f-y— tr^-h 

NMR (400MHz, ^CDaOD) ; 1.37-1. 49 (m, 1H), 1.59-1.8 
8 (m, 7H), 2.02-2.13 (m, 2H), 7.29-7.35 (m, 1H), 
10 7.36-7.40 (m, 1H), 7.44-7.51 (m, 2H), 7.79 (t, J = 
8.1 Hz, 1H), 8.09-8.14 (m, 1H), 8.17-8.24 (m, 1H) 
FAB MASS; 495 (MM) 

[0136] mmm i 9 

1- {2-[6-T ^ y -8- ^ -9- y ^;v-m- 

2- ^y ^/Vl]-l-m^-/w}-l->>^ u^l/jr y — ;V - ffi. 

1) Ni-(4-^gp-6-y^r^y-5-^ hn-2-bf y ^ 
*>e>d*c»io < c«T^w»brj3v^4ox^^/vr ^ > 

20 *^21tff|FRl.51<Dffi^jg|K (f*3SA) *»fel.81ttt 
a>9Ett>, ^-(4,6-^^130-5-^ hti -2- y 
/W) 7th7^ K (1.5kg) ©fh7tKn77^ 
(151) JC*»TK!»#bft3W6>ll*IR|-T?«Tbfco ft 
»tt4 < CKTKfiit>*^6>Jip*.fc 0 *»T-C30#il# 
«K 45CM<DKagASriI*Pbfc 0 ££>fC30#«. S^450m 
lco^lSASr^Dx.. 40#WS#£r^ttfCo KJS»frttfc4t 
5kg<D*«riD*.* 101<O?Wc*raP*.fco «ffflbfc»*«r% 
i©U 11(0*^20, ll<Din^/v^2iaacofc 0 SO^-C 
6B#ffflfi;j»U N J -(4-^ n u-6-y ^v^T ^ y-5-~ h u- 

30 2-tf y ^ i?~/l-)T± hT* K£rl253g#fc 0 Jfc^85% 0 
NMR (400MHz, 6, d 6 ~DMS0) ; 2. 27 (s, 3H), 2.97 (d, 
J = 4.4 Hz, 3H), 8.55(d, J = 4. 4 Hz, 1H), 10.80 
(s, 1H) 

2 ) 6-^ d ti-8- (3- ^^^-p Z g S ^) ~9-y ^y^-9H-2- 
y y ^ > 

N I -(4-^ n n-6-y ^/WT ^ y-5-^ b n-2-t°y ^ 

/V) 7th7^ K2050gSr p< ^ J — /W01lc«» bft^21 

Sr*px, ^>jx^2k g (*, y^y— /v-egfe^ 

ttfflbfc) Sr*D^LT, **T-C12*BHi»bfco R 
40 ^^2010^ h7t Ki3 7 9^"C*3RU t7^fbt? 
^ifibfCo /—/WZm (11x3) , ^^y-/^:^ 1 

h7tKn77^=i : i<om&mmxm\,\ t>mt&> 

^TSffiRHbfec h/^v-c*»«, £§^£y*y 

— /W201(C^ K^276ml ^ 3-7;^n^VX7;U7 
t KllSriP*., ^m-C12^Mft^bfc 0 R^»!Srie«g 
U h/^^"C*»b&o WBBBaESr^^y— A^mic 
SSL, »l*^b«i.5kg(Dai^y-^®ffi (3D Srin 

x.. i^ra*ps»s«Lbfc 0 BSjssaiftcRu mmm. 

BU 121<Z>W»^^/WT**?b. 121(DtK> 4.51(Dfia?q 
50 AJ£*-eSfco*: 0 *«l*SrSiag«:HU rF7t Kp7 
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9V101t::»*PU 1*«©IS*1. 961 30#H9*D 

mmmvtco K**srasa^»aiift, lokg^srap*., 

-C2E1 (11x2) > ^^T?2IB (11x2) jfeV\ 6-^pp 
-8-(3-^^^-n 7 3i ~/W)-9-^ ^yl/-9H-2-:/ y ^;W7 S 
^LOkgSrWfc. S»iR^47% 0 

NMR (400MHz, S, d 6 -DMS0) ; 3. 73 (s, 3H), 7.01 (s, 
2H), 7.40-7.46 (m, 1H), 7.60-7.66 (m, 1H), 7.68-7. 
74 (m, 2H) 

3 ) 6-^pp-8- (3rZ7W£ p Z ^ ^Zk) ~2- 3 — K-9-^ 10 
^/W9H-^y V 

6-^ p a-8-(3-^/W^-n :7 3i~/V)-9-p< ^/W-9H-2-^y 
5 V960gSr^ h7 t KD77V9. 61Cl^fl¥U 3 
Vitm— SS3774.3g, ^3- K^^^1.491Sr*Px.fc 0 il 
-&*SrJP»aBIEU*^ 6>M»«>f y T ^ /vi. 491 £ 1 B# 
ra-elTLfeo SJE«*15r»JpfRS«Eb, 41© 

3IU (21x3) flcofCo £*fc^*£-S*Ht\ 81©*, 

8iofia?p*^*-ej5feofc 0 *mm*2\&<omfrmmi- h 

y er^-C(fcJftU »31fc***T?»3»bfco JgSS^SrlO 20 

Vll-CgfeofCo 5ffC-e4B*m«*U 6-^nn-8-(3-7 
/U*X2 :7*=^)-2-3 — K~9-y ^/W9H-^y >1076g£r 

NMR (400MHz, 6, d 6 ~DMS0) ;3.89 (s, 3H), 7.49-7.56 
(m, 1H), 7.66-7.72 (m, 1H), 7.76-7.82 (m, 2H) 
[0 13 7J 4) l-|2-[6^Pa-8"(3-7/l/tP7x^ 
/W)-9-j* ^-9H-2-^y ^/W]-l-ni^^/W-l->^ p^< 
Is 9 J— A* 

-8- n ^ 3i ~/V) -2- 3 — K-9-^ 30 

9H-^y >1076gSr^ h7t Kn :7 9W01fC*#U * 
^ b y ^3i^/V^^^^^^^^v?^A^^t3 y K97.2 
g, 3 VikM— ^26. 4g, l-^—zwix^P'^^y — 

331mlSrrtm*26 < CWT{-«*>^^e>15^ra'C?gTL 

fee ^it-c4B#f?as/&^ RJtS^SrlOKDftm^^/V-'C* 

V&^ftotco *«Wi«r2kg<o«*«|fe^ h y ATS; 
SU atiS«31*-eS«SSSHbfco as£4i©^*i*- 

V : ftRif;v=l : l-e#f5b. 5iB. ^**>11T?«5 40 
v\ l-{2-[6-^ a D-8-(3-7;vto 7x^)-9-^ 
-9H-2->^y ^/H-l-^^^/W-1— >^ n-O^ y — /W3 
2g«r#fc Q iR^88% 0 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 67-1. 85 (m, 4H), 1.87 
-2.03 (m, 4H), 3.92 (s,3H), 5.61 (s, 1H), 7.50-7.5 
6 (m, 1H), 7.66-7.73 (m, 1H), 7.78-7.84 (m, 2H) 
5 ) 1- {2- [6-T 5 J -8- (3-7 >V3r p 2 g "9-* ^ 
-9H-2->^y —/V]-l-=.<f'~/l>}-l-Zs9 p^^ y —/V 

1- {2-[6~9 a a-8-(3-^7W^-n ^^^/l^-g-y ^vW9H- 

2- >^y ^./W-l-^^^/H-l-v-^ o^>-^ y — /W32g£r 50 
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h*->^^^161^««PU «T^^T*81Sr*P 
x_> »«SJsS«-T?70 l C-T?5«PlHW^Lfc. K/SiSSr^m 
fcttSPSL 201<O»K3i^-eft3Rb, *-C2l§HSfcofc 
(81. 41) 0 *«MI«:»151*-e«*b, SUE£151<ZV- 

^2.5l$IHft*U 620g«r#fc o Jfc^89% 0 

NMR (400MHz, 6, d«-DMS0) : 1.62-1.78 (m, 4H), 1.79 

-1.95 (m, 4H), 3.78 (s, 3H), 5.41 (brs, 1H), 7.36- 

7.50 (m, 3H), 7.58-7.72 (m, 3H) 

6 ) l-{2-[6-X § y-S-(3-7/U^T2 7^^M-9'^ gvU 

-9H-2-^y ^/V]-l-m^^/W-l-v-^ n^^^y — - 

1- {2-[6-T 5 /-8-(3-7^*p ^3i^/W)-9-y ^/V-9H- 

2- ^y ^/V]-1-^^^/W-1-V^p^V^ y — /V(l. 59 
g)**#y— Ml<M.)fc*MU m^SWtH(440mg) 
©^*y-^«(liiL)tril'tf«Tl/fc. 

*i£U «j»b-C«»*1.79g*#*i. 
NMR (400MHz, 5, d6-DMS0) : 1.62-1.80 (m, 4H), 1.82 
-1.98 (m, 4H), 3.80 (s, 3H), 7.40-7.46 (m, 1H), 7. 
60-7.72 (m, 3H), 8.01-8.03 (m, 1H) 

NMR (400MHz, 5, d 6 -DMS0) ; 1. 66-1. 82 (m, 4H), 1.87 
-2.00 (m, 4H), 3.86 (s, 3H), 7.43-7.50 (m, 1H), 
7.63-7.70 (m, 1H), 7.71-7.77 (m, 2H) 
FAB MS ; 352 (r+1) 
; 230-232X: 

Mfc-tzmn&m^^ni&mi 9 tmm^xmmm2 0 

-68, 70-201, 203. 2 0 5 <^fr£4&«r# 

[0138] miMW 2 0 
4- [6-T ^ y -8- (2-7 V M -9- ^/W-9H-2-^ y -3 

NMR (400MHz, 8 , d*-DMS0) ; 2. 58 (t, J = 6. 7Hz, 2 
H), 3.59 (t, J= 6. 7Hz,2H), 3.88 (s, 3H), 6.77 (d 
d, J = 1.7Hz, 3.6Hz, 1H), 7.25 (d, J = 3. 6Hz, 1 
H), 8.00 (d, J = 1.7Hz, 1H) 

; 161-164^ 
m»9»2 1 

[0 13 9] 8-(2-^ y 7V) -2- ( 1-^^r -9~y ^/V 

-9H-6-^y ^ > ; ttMfetfc 

NMR (400MHz, 6, d,-DMS0) ; 2.62 (t, J = 6.7 2H), 
3.79 (t, =6.7 2H), 3.98 (s, 3H), 6.60 (m, 1H), 
7.10 (m, 1H), 7.62 (m, 2H) 

; 178-mt: 

[0140] mmm 2 2 

N-[8-(2-^ y /W)-9-y ^7W-2-(2-^ ^^/U-l-^^si,) 

-9H-6-^y -M-N-7 ol^/VT * s * MMM 

NMR (400MHz, 6, CDC1 S ) ; 3. 10 (br, 2H), 4.12 (s, 3 
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H), 3.98 (s, 3H), 4. 19 (br, 1H), 4.38 (m, 2H), 6.6 
8 (m, 1H), 6.72 (br, 1H), 7. 20-7. 53 (m, 9H) 
; 148-151^ 

[0141] mmm2 3 

4-[6-T 5 7 -8- (2- 7 y /W)-9~7 ^/W-9H-2-^y ~/W]-3 

NMR (400MHz, 6 , d 6 -DMS0) ; 1. 36 ( d, J = 7. 5 Hz, 3 
H), 3.84 (s, 3H), 4.45-4.60 (m, 1H), 5.56 (d, J = 
7.5 Hz, 1H), 6.74 (m, 1H), 7.20 (d, J = 3. 5 Hz, 
1H), 7.46 (s, 2H), 7.98 (s, 1H) 
; 155-158*0 
[0 14 2] H2£#J2 4 
l-[6-T 5 7 ~8-(2~7 y /W)-9-7 ^/l-9H-2-^ P V ^/V]-4 

NMR (400MHz, 3 , d*-DMS0) ; 0. 96 ( t, J = 7. 5 Hz, 6 
H), 1.76-1.86 (m, 1H),3.84 (s, 3H), 4.20 (m, 1H), 
5.52 (d, J = 7.5 Hz, 1H), 6.76 (dd, J =1.5 Hz, 

3.7Hz, 1H), 7.20 (d, J = 3. 7Hz, 1H), 7.46 (br, 2 
H), 7.97 (m, 1H) 
; 148-152TC 

[0 14 3] mMM2 5 

l- {2~[6-r ^ 7 -$-(2-y y /v)-9-7 ^-^-2-7" y ~ 

NMR (400MHz, 5, d 6 -DMSO) ; 1.62-1.98 (m, 8H), 3.88 
(s, 3H), 4.20 (m, 1H), 6.77 (dd, J = 1. 6 Hz, 3. 5H 

z, 1H), 7.23 (d, J = 3.5Hz, 1H), 7.99 (d, J= 1. 6H 

z, 1H) 

; 168-172*0 
[0 14 4] mMM2 6 

1- {2- [6-T ^ 7 -8- (2-7 y /V) "9-7 ^VW9H-2~:7 P y 

NMR (400MHz, 5, d 6 -DMS0) ; 1.21-1.34 (m, 1H), 1.43 
-1.70 (m, 7H), 1.82-1.90 (m, 2H), 3.90 (s, 3H), 6. 
78-6.81 (m, 1H), 7.25-7.28 (m, 1H), 8.01-8.03 (m, 
1H) 

FAB MS ; 338 (MM) 

[oi4 5] mum 2 7 

4- [6-T § ;-8-(2-7'y;V)-9-^ ?vW9H-2-7*y ~M~2 
-7^-3-7^^-2-;*— - MMM. 
NMR (400MHz, 5, d 6 -DMS0) ; 1.48 (s, 6H), 3.90 (s, 
3H), 6.78-6.81 (m, 1H), 7.22-7.28 (m, 1H), 8.00-8. 
03 (m, 1H) 
ESI MS ; 298.1 (MM) 
[0 14 6] *J£#J2 8 

1- {2- [6-T 5 7 ~8- (2-7 y ;v) -9-7 £ ~;v-m-2--7 ]) ~ 

NMR (400MHz, 5, i-DMSO) ; 1.60-1.72 (m, 4H), 1.77 
-1.90 (m, 4H), 6.04 (d, J = 3. 3 Hz, 1H), 6.53 (d 
d, J =1.9, 3.3 Hz, 1H), 7.48-7.50 (m, 2H),7.61- 
7.63 (m, 3H), 7.81 (d, J = 1. 9 Hz, 1H) 
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FAB MS ; 386 (MM) 

[0 14 7] $mM2 9 
l-[6-^ h v-8-(2-7 V AO -9- 7 ^yW9H-2-7 P V 

-4-7 f/wi-^yf 

NMR (400MHz, 5 , CDC1 3 ) ; 1. 13 (dd, J = 6. 8 and 1. 6 

Hz, 6H), 1.52 (t, J =7.1 Hz, 1H), 4.70 (q, J = 7. 

1 Hz, 2H), 6.62-6.64 (m, 1H), 7. 33-7.35 (m, 1H), 7. 
64-7.66 (m, 1H) 
FAB MS ; 341 (MM) 
10 [0 14 8] *J£#J3 0 

l-{2-[6-T 5 7-9-7 ^vW8-7 ^ —^9^2-7" V 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 20-1. 32 (m, 1H), 1.44 
-1.66 (m, 7H), 1.81-1.88 (m, 2H), 3.79 (s, 3H), 
7.57-7.60 (m, 3H), 7.85-7.88 (m, 2H) 
FAB MS ; 348 (MM) 
[0 14 9] 1 

1- (2- [6-T 5 7 -8- i^zZJkA. e*7^ ^/V) -9-7 ^/W~9H- 

2- 7" y ~m-i-^^m-\-*/? n^^r»7— /v - mm 

20 a 

NMR (400MHz, 6, d 6 -DMS0) ; 1.20-1.30 (m, 1H), 1.45 
-1.66 (m, 7H), 1.83-1.86 (m, 2H), 3.78 (s, 3H), 7. 
40-7.45 (m, 1H), 7.60-7.66 (m, 1H), 7.69-7.72 (m, 
2H) 

FAB MS ; 366 (MM) 
Hj£ ; 230-232t 
[0150] 3 2 

1- {2-[6-T 5 7-9-7 ^/W-8-(2-^^^/W)-9H-2-7 p y ~ 

30 NMR (400MHz, 6, d 6 -DMS0) ; 1. 42-1. 70 (m, 10H), 3.8 
8 (s, 3H), 7.26-7.29 (m, 1H), 7.80-7.83 (m, 2H) 
M& I 171-175X: 
[0151] HJ601J3 3 

2- (4— >g P^^rv-/W-l-7 r ^^/^)-8-(2-7 V /U)~9~7 

^/w9H-6-7 p yf-;>« mtam. 

NMR (400MHz, 6, d«-DMS0) ; 0. 82-0. 96 (m, 2H), 1.08 
-1.24 (m, 3H), 1.30-1.50 (m, 3H), 1.58-1.76 (m, 5 
H), 2.48 (t, J = 7.3Hz, 2H), 3.88 (s, 3H), 6.78 
(dd, J = 1.8Hz, 3.7Hz, 1H), 7.25 (d, J =3.7, 1 
40 H), 8.00 (m, 1H) 
; 165-169^ 

[0152] mmm3 4 

l-[6-T ^ 7 -8- (2- 7 y /^)-9-7 ^/^-m-2-^V ^/W]-4 

-7 : m&m. 

NMR (400MHz, 8 , d*-DMS0) ; 0. 97 (t, J = 6. 8 Hz, 6 
H), 1.78-1.83 (m, 1H),3.88 (s, 3H), 4.22 (d, J = 
6. 4 Hz, 1H), 6.78-6.79 (m, 1H), 7.20-7.23 (m, 1H), 
7.99 (s, 1H) 
FAB MS ; 312 (MM) 
50 [0 15 3] HJ60B3 5 
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1- [2-(6-T 5 y-8->^ P^^riz/H-^ ^/W9H-2-^y 

NMR (400MHz, 8, d 6 -DMS0) ; 1. 20-1. 30 (m, 2H), 1.35 
-1.77 (m, 12H), 1.78-1.86 (m, 4H), 1.93-2.00 (m, 2 
H), 3.07-3.17 (m, 1H), 3.73 (s, 3H) 
FAB MS ; 354(M*+1) 
[0 15 4] HJS#13 6 

2- (2-v^ v^**y/U-l-x.^~/U)-8-(2-7 V A-)-9-y 

^w-9H-6-^ y ± ^ > * mmm. 

NMR (400MHz, 5, d 6 -DMS0) ; 1.24-1.88 (m, 8H), 2.60 
-2.74 (m, 1H), 3.88 (s, 3H), 6.78 (br, 1H), 7.25 
(d, J =3.3, 1H), 8.00 (br, 1H) 
Hj£ ; 155-160T; 

[0155] HJSCT 3 7 
l-{2-[6-X $ 7-9-^ ^/W8-(2-fc° V i?~M-9}l-2-^V 
-/u]-l-j.^-/W-l-v-^ u^^y^/u - njgifcsg 
NMR (400MHz, 5, d 6 -DMS0) ; 1. 22-1. 33 (m, 1H), 1.46 
-1.71 (m, 7H), 1.84-1.94 (m, 2H), 4.13 (s, 3H), 7. 
58-7.61 (m, 1H), 8.05-8.10 (m, 1H), 8.26-8.28 (m, 
1H), 8.77-8.79 (m, 1H) 
FAB MS ; 349 (MM) 

[0156] mmm 3 8 

1- (2-[6-T ^ y -8- (4-^ p p -7^-/U)-9-* ^vV-9H~2- 

NMR (400MHz, 5, d 6 -DMS0) ; 1. 19-1. 30 (m, 1H), 1.42 
-1.65 (m, 7H), 1.80-1.88 (m, 2H), 3.77 (s, 3H), 7. 
64 (d, J = 8.0 Hz, 2H), 7.88 (d, J = 8. 0 Hz, 2H) 
FAB MS ; 382(M + +1)FAB 

[0157] mt&m 3 9 

l-[6-T ^ I -8- (2- 7 y /v)-9-y ^/v-9n-2-y p y ~;H-3 
->f y ^p tf/v-4-y f;v-i-^yfy-3-^-;w « iSBftS 

NMR (400MHz, 5 , d 6 -DMS0) ; 0. 96 (d, J = 7. 0 Hz, 6 
H), 1.01 (d, J = 7.0 Hz, 6H), 1.86-1.94 (m, 2H), 
3.87 (s, 3H), 6.78-6.80 (m, 1H), 7.22-7.26 (m, 1H), 
8.01 (s, 1H) 
FAB MS ; 354(M + +1) 

[0158] mmm* o 

l-[2-(6-T 5 Zzgz^lZIb] 2 Z ^-2-"C;U-9-* gvWg 
H-2-^y —/W-l-^^/l^-l-v^ P^3r»y — - i& 
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NMR (400MHz, 6, d6-DMS0)l. 20-1. 68 (m, 8H), 1.80- 
1.88 (m, 2H), 3.99 (s,3H), 7.32-7.46 (m, 2H), 7.66 
-7.81 (m, 3H) 
FAB MS ; 388(M'+1) 

[0159] mmm* 1 

8-(2-y y /w)-9-y ~fvw2-(3-^e/w* y y-i-^n v= 

/W)-9H-6-^y^^ > 

NMR (400MHz, 5, CDC1,) ; 2.70 (t, J = 5. 0 Hz, 4H), 
3.78 (t, J = 5.0 Hz,4H), 3.79 (s, 2H), 4.02 (s, 3 
H), 5.99 (br s, 2H), 6.62-6.65 (m, 1H), 7.10-7.13 



(m, 1H), 7.65-7.68 (m, 1H) 
FAB MS ; 339(M + +1) 
[0 16 0] 2 

l-{2-[6-T5 /-8-(3-7;^P7xn;M^ h**y7 
^^/W)-9-y ^/^-9H-2-yy —Aol-l-^—M-l-is? 



NMR (400MHz, 6, d 6 -DMS0) ; 1. 20-1. 30 (m, 1H), 1.42 
-1.68 (m, 7H), 1.80-1.88 (m, 2H), 3.79 (s, 3H), 3. 
92 (m, 3H), 7.34-7.39 (m, 1H), 7.66-7.76 (m, 2H) 
10 FAB MS ; 396(M + +1) 

[0 16 1] £ffi094 3 
2-(3-T ^ J -4-^ gvW 7 -l-sQ^—As)-*-®-? V /V) 

-9-y ^w-9H-6-^y -r^is • r.mm& 

NMR (400MHz, 5 , d*-DMS0) ; 1. 05 (t, J = 7. 0 Hz, 6 
H), 2.12-2.20 (m, 1H),3.88 (s, 3H), 4.25-4.30 (m, 
1H), 6.78-6.80 (m, 1H), 7.22-7.24 (m, 1H), 8.00 
(s, 1H), 8.72 (br s, 2H) 
FAB MS ; 311(M + +1) 
[0 16 2] mn&}4 4 
20 4- {2- [6-T ^ I -8- (3-^/V^- p Z ^ E^kl =9z2j ?v^~9H- 
2-^y ^;y^-\-^-;y^r} KP-2H-4-b°=>y — 



NMR (400MHz, 6, d 6 -DMS0) ; 1. 66-1. 75 (m, 2H), 1.83 
-1.92 (m, 2H), 3.54-3.59 (m, 2H), 3.74-3.79 (m, 2 
H), 3.79 (s, 3H), 7.39-7.43 (m, 1H), 7.60-7.72 (m, 
3H) 

FAB MS ; 368(M*+1) 
[0 16 3] 5 

3- {6-T 5 / -2- [2- KP^r 9 p C^t^M =j=jB 
30 ^^/u]-9-y ^-9H-8-^y ^;Wg&f8^f^ ; j£ 



NMR (400MHz, 6, d 6 -DMS0) ; 1. 20-1. 30 (m, 1H), 1.33 
(t, J = 7.1 Hz, 3H), 1.44-1.68 (m, 7H), 1.82-1.89 
(m, 2H), 3.82 (s, 3H), 4.35 .(q, J = 7. 1 Hz,2H), 7. 
74 (t, J = 7.7 Hz, 1H), 8.12-8.17 (m, 2H), 8.44 (d, 
J = 0. 7 Hz, 1H) 
FAB MS ; 420(M + +1) 
3Wfc«4 6 

[0 16 4] 2-(3, ^~/ls-l--7^~/U)-8-(3-7 
40 /Vjhg 7^~;V)-9~* ^/W9H-6-^ V -frT * V - mm 

NMR (400MHz, 5, d 6 ~DMS0) ; 3. 79 (s, 1H), 7.24-7.28 
(m, 2H), 7.33-7.37 (m,4H), 7.39-7.45 (m, 1H), 7.5 
6-7.59 (m, 4H), 7.60-7.65 (m, 1H), 7. 69-7. 73 (m, 2 
H) 

FAB MS ; 450(M + +1) 

[0 16 5] 3mW47 
2-16-7 ;-8-(3-7/VtP 7x^V)-2-[2-(l-l: Kp 
3rv-v^ P^^r->7W)-l-^^^/W]~9H-9-^y ~M ffE5£ 
50 ^±JV 
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NMR (400MHz, 8, d 6 -DMS0) ; 1.17-1. 37 (m, 1H), 1.21 

(t, J=7. 1Hz, 3H), 1.46-1.76 (m, 7H), 1.99-2.14 
(m, 2H), 3.70 (br s, 2H), 4.19 (q, J=7. 1Hz, 2H), 
4.99 (s, 2H), 6.43 (br s, 2H), 7.17-7.26 (m, 1H), 
7.34-7.51 (m, 3H) 

[0166] mmm4 s 

1- (2- [6-T ^ / -8- (3-7 /Is* W7zr. z=.;V) -9- (2-^ h*c 

NMR (400MHz, 8, d 6 -DMS0) ; 1. 20-1. 30 (m, 1H), 1.42 10 
-1.67 (m, 7H), 1.82-1.88 (m, 2H), 3.07 (s, 3H), 3. 
62 (t, J = 5.3 Hz, 2H), 4.40 (t, J = 5.3 Hz,2H), 
7.40-7.46 (m, 1H), 7.59-7.65 (m, 1H), 7.68-7.74 
On, 2H) 

FAB M ; 410(M*+1) 
[0 16 7] 9 

l-{2-[6~T ^ S -8-(3-7/U*v7 ^~/U)-9-(2-}i Kp 

NMR (400MHz, 6, d 6 -DMS0) ; 1.21-1.32 (m, 1H), 1.42 20 
-1.68 (m, 7H), 1.81-1.89 (m, 2H), 3.73 (t, J = 5. 3 
Hz, 2H), 4.28 (t, J = 5.3 Hz, 2H), 7.40-7.45 (m, 
1H), 7.59-7.65 (m, 1H) 7.73-7.79 (m, 2H) 
FAB MS ; 396(M + +1) 

[0168] mmm 5 0 

3-{6-T5 /-2-[2-(l-t: Ko±j^ P^^rV;V)-l-x 
^-/v]-9-p<^/w-9H-8-^y ^/w}^^^^ YV;v-M> 
MM 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 20-1. 30 (m, 1H), 1.40 
-1.70 (m, 7H), 1.80-1.84 (m, 2H), 3.80 (s, 3H), 7. 30 
78 (t, J =7.8Hz, 1H), 8.02(d, J = 7. 8Hz, 1H), 8. 
18 (d, J =7.8Hz, 1H), 8.32 (s, 1H) 
FAB MS ; 373(M + +1) 

[0169] m&ms 1 

1- {2- [6-T -;;-8-(3^PP7x -9-^ ^/V-9H-2- 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 20-1. 30 (m, 1H), 1.42 
-1.64 (m, 7H), 1.80-1.89 (m, 2H), 3.79 (s, 3H), 7. 
54-7.60 (m, 2H), 7.82-7.85 (m, 1H), 7.92 (br, 1H) 
FAB MS ; 382 (MM) 40 
; 194-199t 

[0170] $mm 5 2 

1- (2- (6-T 5 l -9-^ ^/W-8-[3-( h V 7/V&X2 * ^/U) 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 20-1. 30 (m, 1H), 1.42 
-1.70 (m, 7H), 1.80-1.89 (m, 2H), 3.81 (s, 3H), 7. 
82 (t, J = 11.0Hz, 1H), 7.93 (d, J = 11.0Hz, 1H), 
8.19 (d, J = 11.0Hz, 1H), 8.21 (s, 1H) 
FAB MS ; 416(M + +1) 50 
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[0171] mmms 3 

1- (2- [6-T ^ I -8- (3, 5- i? 7PP7x -9-j* f;M 

NMR (400MHz, 6, d 6 -DMSO) ; 1. 18-1. 30 (m, 1H), 1.42 
-1.68 (m, 7H), 1.81-1.90 (m, 2H), 3.82 (s, 3H), 7. 
49-7.54 (m, 1H), 7.58-7.64 (m, 2H) 
FAB MS ; 384(M'+1) 

[0 17 2] £ttffl|5 4 
1- (2- [6-T 5 7-9-p* gvj^gz (3-t< ^)V7 ^ -9H-2- 

NMR (400MHz, 5, (k-DMSO) ; 1. 08-1. 31 (m, 1H), 1.42 
-1.71 (m, 7H), 1.82-1.92 (m, 2H), 2.40 (s, 3H), 3. 
81 (s, 3H), 7.41 (d, J = 7.6 Hz, 1H), 7.48 (t, J = 
7.6 Hz, 1H), 7. 67 (d, J = 7. 6 Hz, 1H), 7.69 (s, 1 
H) 

FAB MS ; 362(M + +1) 
[0 17 3] *Jfc«5 5 
l-{2-[6-T ^ 7 -8- (3-7 /V* U7^ -9- (3~ * h=fr 
^^/v)-m-2-7V -l-^^-^M -1- ? P^ 

NMR (400MHz, 6, d«-DMSO) ; 1. 20-1. 30 (m, 1H), 1.44 
-1.68 (m, 7H), 1.83-1.91 (m, 2H), 3.83 (s, 3H), 7. 
18-7.20 (m, 1H), 7.41-7.42 (m, 1H), 7.43-7.46 (m, 
1H), 7.51-7.55 (m, 1H) 
FAB MS ; 378 (M*+l) 

[0174] mmms 6 

1- {2- [6-T 5 / -8- (4-7 7V* -9-^ ^/W9H~ 

2- ;/y -;y-]-i-^~M-\-^? P^3r»y — ;V - M&t 

NMR (400MHz, 6, d«rDMS0) ; 1. 20-1. 30 (m, 1H), 1.43 
-1.68 (m, 7H), 1.81-1.89 (m, 2H), 3.79 (s, 3H), 7. 
42-7.47 (m, 2H), 7.90-7.96 (m, 2H) 
FAB MS ; 366(M'+1) 

[0175] mmms i 

l-{2-[6-T^ /-8-[3-(v^?vVT5 y)^ji^/V]-9-^ 
^/W-9H-2-^y ~)V}-\-^=-M-\—s? p^3M*V — 

NMR (400MHz, 8, d 6 -DMS0) ; 1. 18-1. 30 (m, 1H), 1.42 
-1.70 (m, 7H), 1.80-1.92 (m, 2H), 3.05 (s, 6H), 3. 
85 (s, 3H), 7.32-7.70 (m, 4H) 
FAB MS ; 391 (M f +1) 

[0 17 6] 8 
l-{2-[6-T 5 7-9-v^ P^yf/M-(3-7^tP 7 ^ 
~;v)-m-2-7}) —M-l^~;^)-l-i/? P^3r»y 

NMR (400MHz, 6, 4-DMSO) ; 1. 20-1. 30 (m, 1H), 1.40 
-1.64 (m, 9H), 1.80-1.84 (m, 2H), 1.90-2.04 (m, 4 
H), 2.26-2.38 (m, 2H), 4.60-4.74 (m, 1H), 7.40-7.5 
0 (m, 3H), 7.58-7.64 (m, 1H) 
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FAB MS ; 420 (MM) 
; 196-200^ 

[0177] mmms 9 

1- {2- [6-T ^ Z -8- GhZZk£ — M zSzA ^-9H- 

2- 7 p y^;i/]-l-xf^M-i->^ P^^-fry — A- > ig» 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 20-1. 32 (m, 1H), 1.4 

2- 1.66 (m, 7H), 1.80-1.86 (m, 2H), 3.58 (s, 3H), 
7.39-7.48 (m, 2H), 7.63-7.72 (m, 2H) 

FAB MS ; 366 (MM) 10 
M& ; 151-155^ 

[0178] mmm6 o 

8- (3-y/v^ uy^ -9-^ gvj^gz [2- (3- tr y 

NMR (400MHz, 6, d*-DMS0) 3. 81 (s, 3H), 7.40-7.51 
(m, 2H), 7.60-7.76 (m,4H), 7.90 (dt, J = 7. 8 and 
1.6 Hz, 1H), 8.64-8.67 (m, 1H) 
FAB MS ; 345 (MM) 

[0179] m&me 1 

3- (2- [6-T 5 y -8- (3- y/V^r uy^ -9- * ^vW-9H- 20 
2-7 y ^-M-i-^^M y^j —/v - jftftiS 

NMR (400MHz, 8, d 6 -DMS0) ; 3. 13 (s, 1H), 3.81 (s, 
3H), 6.85-6.89 (m, 1H), 6.93-6.96 (m, 1H), 7.00-7. 
05 (m, 1H), 7.25 (t, J = 8. 0 Hz, 1H), 7.39-7.46 
(m, 1H), 7.59-7.80 (m, 3H) 
FAB MS ; 360 (MM) 

[0 18 0] H%0J6 2 
1-C6-T 5 7 -8- (3- 7 /V^T uy^^/U) -9- y gvWgHhgz 

NMR (400MHz, 5 , d 6 -DMS0) ; 0. 97 (dd, J = 6. 8Hz, 7. 30 
7Hz, 6H), 1.78-1.86 (m, 1H), 3.80 (s, 3H), 4.24 
(d, J = 6.1Hz, 1H), 7.40-7.45 (m, 1H), 7.60-7.66 
(m, 1H), 7.69-8.30 (m, 2H) 
FAB MS ; 340 (MM) 

; 170-173T; 
[0181] mums 3 

1- [6-T ^ I -8- (3-7 /V* -9-7 ^/W-9H-2- 

:/y - A ,-]-i-s<^>'-3-*—/u » mmwL 
NMR (400MHz, 5 , ds-DMSO) ; 0. 97 (t, J = 7. 5Hz, 3 
H), 1.62-1.70 (m, 1H),3.80 (s, 3H), 7.40-7.45 (m, 40 
1H), 7.60-7.66 (m, 1H), 7.69-7.76 (m, 2H) 
FAB MS ; 326 (MM) 
: 171-175^ 
[0 18 2] 4 

4- [6-T ^ J -%-($-? /V*x* y^^/V)-9-^ ^/W-9H-2- 
^y -yy]-2-7 f/v-S-?*? i/-2-Hr—>v « jjggij 

NMR (400MHz, 5, d 6 -DMS0) ; 1. 47 (s, 6H), 3.81 (s, 
3H), 7.40-7.47 (m, 1H), 7.60-7.67 (m, 1H), 7.69-7. 
74 (m, 2H) 

FAB MS ; 326 (MM) 50 
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SL£ ; 181-182^ 

[0183] mmm6 5 

1- {2- [6-T ^ I -8- <3-7>v* ny ^ -m-2-7 V — 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 20-1. 30 (m, 1H), 1.4 

0- 1.70 (m, 7H), 1.82-1.94 (m, 2H), 5.70 (s, 1H), 
7.42-7.50 (m, 1H), 7.60-7.70 (m, 1H), 8.00-8.14 
(m, 2H) 

FAB MS ; 353 (MM) 
[0 18 4] HJ6#16 6 

1- {2-[6-T ^ y -8- (3- y jv^r uy^ ^/u) -9-7 x* evv-9 

H-2-7V ^/U] -1-m^ - /u} -1- y ^ p^fr-fry ^ ;y . jft 

NMR (400MHz, 6, i-DMSO) ; 0. 70 (t, J = 7. 3 Hz, 3 
H), 1.20-1.31 (m, 1H), 1.42-1. 68 (m, 9H), 1.81-1.88 

(m, 2H), 4.22 (t, J = 7. 3 Hz, 3H), 7.41-7.47 (m, 
1H), 7.61-7.67 (m, 3H) 
FAB MS ; 394 (MM) 

[0 18 5] HJiS^J6 7 

1- {2- [6-T ^ 7 -8- Q-y/^ xiyzr. -9--< V7u fcT 
/W-9H-2-^y ^;V\-\-^-M-\-^y^ p^fr»y 

NMR (400MHz, 5, d 6 -DMS0) ; 1.20-1.31 (m, 1H), 1.42 
-1.68 (m, 7H), 1.59 (d, J = 6. 8 Hz, 6H), 1.82-1.91 

(m, 2H), 4.61 (sept, J = 6. 8 Hz, 1H), 7.45-7.54 
(m, 3H), 7.63-7.68 (m, 1H) 
FAB MS ; 394 (MM) 

[0 18 6] ^J£^J6 8 

n^-^^/w4-[6-t s y -8- (3-y/^ vy^^jv) -2- [2- 

(1-b KP^r->iy^ xj^^c yyv) -\-=c^^;V] -9H-9- 7 V 

NMR (400MHz, 8 , d 6 -DMS0) ; 0. 91 (t, J = 7. 2 Hz, 3 
H), 1.20-1.32 (m, 1H), 1: 40-1. 67 (m, 7H), 1.78-1.87 

(m, 4H), 1.93 (t, J = 7.1 Hz, 2H), 2.94 (dq, J = 
5.5, 7.2 Hz, 2H), 4.25 (t, J = 7. 1 Hz, 2H), 7.40- 
7.45 (m, 1H), 7.58-7.65 (m, 3H), 7.72 (t, J = 5. 5 
Hz, 1H) 

FAB MS ; 465 (MM) 

[0 18 7] HJ£#J6 9 
N^-^/w-4-[6-T ^ J -8- (3- y fr* -2- [2- 

(1-t: Kn^>^ P^^rV/W -l-jcf^/l/] -9H-9-^ V 

NMR (400MHz, 5 , d 6 -DMS0) ; 0. 90 (t, J = 7. 2 Hz, 3 
H), 1.18-1.33 (m, 1H), 1.42-1. 68 (m, 7H), 1.80-1.88 

(m, 2H), 2.55 (t, J = 7. 5 Hz, 2H), 2.93 (dq, J = 
5.5, 7.2 Hz, 2H), 4.43 (t, J = 7. 5 Hz, 2H), 7.39- 
7.45 (m, 1H), 7.58-7.66 (m, 3H), 7.90 (t, J = 5. 5 
Hz, 1H) 

FAB MS ; 451 (MM) 

[0188] mmrn i o 
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l-[6-T 5 I -8-(3-^/W^-p 2 /^)-9-^ ^7W-9H-2- 

yy ^/H-3-^r y t:vw-4-y f;wi^yf>-3-t 

NMR (400MHz, 6 , d 6 -DMS0) ; 0. 98 (d, J - 6. 8 Hz, 6 
H), 1.04 (d, J = 6.8 Hz, 6H), 1.87-1.97 (m, 2H), 
3.83 (s, 3H), 7.41-7.48 (m, 1H) , 7. 62-7. 70 (m, 1H), 
7.71-7.77 (m, 2H) 
FAB MS ; 382 (MM) 

[0189] %mm 7 1 

NW y^n {6-X ^ y -8- (3-7/K*-n 7 ^ - 7 v) 

-2-[2-(l-b KP^y^ XJ^*c vvW) -9H- 
9-^ y ^/M y >y V7 ^ K * jjfflfett 
NMR (400MHz, 5 , d 6 -DMS0) ; 0. 94 (d, J = 7. 6 Hz, 6 
H), 1.20-1.32 (m, 1H), 1. 41-1. 68 (m, 7H), 1.78-1.88 

(m, 4H), 1.92 (t, J = 7.1 Hz, 2H), 3.64-3.74 (m, 
1H), 4.25 (t, J = 7.6 Hz, 2H), 7.40-7.46 (m, 1H), 
7.58-7.65 (m, 3H) 
FAB MS ; 479 (MM) 

[0190] mmm 1 2 

rf-rc^7W2-{6-T S J -8-(3-7/l^o 7 ^~/W)-2-[2- 

d-t: Kg^y^ p^v/v) -1-^-/1/1-9^9-7^ 

NMR (400MHz, 5 , d«-DMS0) ; 0. 98 (t, J = 7. 2 Hz, 3 
H), 1.18-1.30 (m, 1H), 1.40-1. 68 (m, 7H), 1.65 (t, 
J = 7. 3 Hz, 3H), 1.78-1.88 (m, 2H), 3.08 (dq, J = 
5.3, 7.2 Hz, 2H), 5.08 (q, J = 7. 3 Hz, 1H), 7.39- 
7.48 (m, 3H), 7.58-7.63 (m, 1H), 8.05 (t, J = 5. 3 
Hz, 1H) 

FAB MS ; 451 (MM) 

[0191] mmm 1 3 

l-[6-T ^ y -8- (3-7Aot u~7^ -9-y ?vW9H-2- 

yy ^/i^]-3-^^/w-^>-^v-3-^-/v * mm. 

NMR (400MHz, 8 , d 6 -DMS0) ; 1. 00 (t, J = 7. 2 Hz, 6 
H), 1.61-1.71 (m, 4H),3.81 (s, 3H), 7.40-7.44 (m, 
1H), 7.61-7.67 (m, 1H), 7.69-7.74 (m, 2H)FAB MS ; 3 
54 (MM) 

: 166-168X: 

[0192] mmm7 a 

W~^;V~2-{§-T * y -8-(3-7/W;*-n 7^:=vl')--2-[2- 
(l-^: KP^ri/^ n^^rv-^)-l-ji^-/V]-9H-9-y <> y 

NMR (400MHz, 8 , d*-DMS0) ; 1. 00 (t, J = 7. 1 Hz, 3 
H), 1.19-1.30 (m, 1H), 1.40-1. 68 (m, 7H), 1.78-1.88 
(m, 2H), 3.09-3.20 (m, 2H), 6.47 (s, 1H), 7.00-7. 
04 (m, 2H), 7.13-7.24 (m, 6H), 7.29-7.35 (m, 1H), 
8. 39 (t, J = 5. 4Hz, 1H) 
FAB MS ; 513 (MM) 

[0193] mmm 1 5 

8- (3-7/1^ u-y^^/v) -2~ (3-y h ^rV-3-y 

^-/w)-9-y ^yu-9H-6-yy yr^y- mmm. 
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NMR (400MHz, 8, d 6 -DMS0) ; 1.50 (s, 6H), 3.34 (s, 
3H), 3.83 (s, 3H), 7.41-7.48 (m, 1H), 7.60-7.68 
(m, 1H), 7.70-7.76 (m, 2H) 
FAB MS ; 340 (MM) 

[0194] mmm7 6 

N- (3-C6-T $ y ~8~(3-7 Aoj-P 7 =c ^/P)-9-y ^vW9H- 
2-^y l-v?y ^;V-2-^u b^/W-N' -^/VfiL 

NMR (400MHz, 8 , d 6 -DMS0) ; 1. 25 (t, J = 7. 0 Hz, 3 
10 H), 1.68 (s, 6H), 3.46(q, J = 7. 0 Hz, 2H), 3.98 
(s, 3H), 6.32 (s, 1H), 7.45-7.52 (m, 1H), 7.64-7.8 
3 (m, 2H) 
FAB MS ; 396 (MM) 

[0195] mmm 7 7 

1- {2- [6-t 5 y -8- (3-7 A** g z g — >kj -9->< y 7^/w 
-9H-2-^y ^/H-i-^^— /W-i— >y g^*»y — ^ - 

EEL 65?IjE1 

NMR (400MHz, 5 , d 6 -DMS0) ; 0. 63 (d, J = 6. 6 Hz, 6 

H), 1.19-1.33 (m, 1H), 1.40-1. 67 (m, 9H), 1.79-1.91 

20 (m, 3H), 4.13 (t, J = 7. 5 Hz, 2H), 7.38-7.45 (m, 
1H), 7.58-7.68 (m, 3H) 
FAB MS ; 408 (MM) 

[0196] mi&m 7 8 

2- {6-T 5 y -8- (3-7/V;fr P7x -2- [2- (1- 1: K g 

;\s**c^ N-^?viofr/w*y~ h - 
NMR (400MHz, 6 , d 5 -DMS0) ; 0. 86 (t, J = 7. 2 Hz, 3 
H), 1.19-1.32 (m, 1H), 1.41-1. 70 (m, 7H), 1.80-1.92 
(m, 2H), 2.80 (dq, J = 5. 5, 7.2 Hz, 2H), 4.19 (t, 
30 J = 5.7 Hz, 2H), 4.44-4.52 (m, 2H), 6.96 (t, J = 
5.5 Hz, 1H), 7.40-7.48 (m, 1H), 7.58-7.66 (m, 3H) 
FAB MS ; 467 (MM) 

[0197] Hffiffi 7 9 
1- {2- [6-X 5 y -8- (3- 7 jU* P7x -9-7 ^yw 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 25-1. 72 (m, 8H), 1.87 
-1.90 (m, 2H), 2.97 (t, J = 6. 0 Hz, 2H), 4.52 (t, 
J = 6.0 Hz, 2H), 6.81-6.85 (m, 2H), 7.10-7.21 (m, 
40 4H) 

FAB MS ; 456 (MM) 

[0 19 8] 3O&0U8 0 
NS^/W3- {6-T ^ y -8- (3-7/W^-n ~7 ^ ~;V)~2-[_2- 

(l-t Kp^yy^ n^*ci//u)-i-2o^~/u} -9H-9-7* y 

NMR (400MHz, 5, d«-DMSO) ; 0.93-1. 00 (m, 3H), 1.19 
-1.32 (m, 1H), 1.40-1.68 (m, 7H), 1.77-1.90 (m, 2 
H), 1.95-2.14 (m, 2H), 2.75-2.87 (m, 2H), 2.90-2.9 
8 (m, 2H), 4.35-4.42 (m, 2H), 6.94-7.02 (m, 1H), 1 
50 H), 7.40-7.48 (m, 1H), 7.58-7.78 (m, 3H) 
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FAB MS ; 501 (MM) 

[0199] mmms 1 

l- (2- T6-T ^ y -8- (3- 7 ;v^r u7^=-;u) -9- (2- t Kp 

NMR (400MHz, 8, drDMSO) ; 1.00-1.10 (m, 3H), 1.18 
-1.33 (m, 1H), 1.40-1.70 (m, 7H), 1.78-1.90 (m, 2 
H), 4.00-4.12 (m, 2H), 4.12-4.21 (m, 1H), 7.36-7.4 
3 (m, 1H), 7.56-7.63 (m, 1H), 7.71-7.80 (m, 2H) 
FAB MS ; 410(M + +1) 

[0200] mmms 2 

1- {2- [6-T 5 y -9- -8- (3-7 /U^ p 7 ^ ^ 

/P)-9H-2-:/y ^/w]-l-3i^^./v}-l-v-^ =fr1?-/ — 

NMR (400MHz, 6, d 6 -DMS0) ; 1.20-1.68 (m, 8H), 1.75 
(t, J = 2.0 Hz, 3H), 1.80-1. 88 (m, 2H), 5.00 (q,J 

= 2.0 Hz, 2H), 7.40-7.45 (m, 1H), 7. 62-7. 78 (m, 3H) 

FAB MS ; 404 (MM) 
[0 2 0 1] mtkffl8 3 

l-{2-[6-T 5 >/-8-(3-^/^p 7 j:^/U)-9-(3-^V^ 

NMR (400MHz, 5, d 6 -DMSO ; 1. 19~1. 29 (m, 1H), 1.40- 
1.64 (m, 7H), 1.79-1.88 (m, 2H), 2.04-2.16 (m, 2 
H), 2.84-3.08 (m, 4H), 3.23-3.34 (m, 2H), 3.65-3.7 
8 (m, 2H), 3.82-3.92 (m, 2H), 4.28-4.36 (m, 2H), 
7.42-7.48 (m, 1H) , 7. 60-7. 68 (m, 3H) 
FAB MS ; 479(M + +D 

[0 2 0 2] 4 
1- {3- {6-T ^ 7 -8- (3-7 u7^^/V) ~2~ [2~ (1~ H K 
p =fr W ^ p vvv) -I-xl^-M -9H-9-:/ V ~M 
p fcVW-2-tf p gmai 

NMR (400MHz, 8, d6-DMS0) ; 11.22-1.34 (m, 1H), 1.4 
4-1.72 (m, 7H), 1.78-1.93 (m, 6H), 2.14 (t, J = 8. 
0 Hz, 2H), 3.08 (t, J = 7.0Hz, 2H), 3.19 (t,J = 7. 
0 Hz, 2H), 4.22 (t, J = 7. 0 Hz, 2H), 7.44-7.50 (m, 

1H), 7. 59-7. 70 (m, 3H) 
FAB MS ; 477 (MM) 

[0203] mmmss 

1- {2-[6-T ^ y -8- (3- 7 ;v^r xjy^^/v) -9- y ^/W9H 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 44-1. 66 (m, 8H), 1.76 
-1.84 (m, 2H), 1.94-2.02 (m, 2H), 3.80 (s, 3H), 7. 
38-7.44 (m, 1H), 7.58-7.66 (m, 1H), 7.64-7.44 (m, 
2H) 

FAB MS ; 380 (MM) 

[0204] nmm s 6 

If- v- ^p/p tVw-4- {6-7 5 J -8- (3- p 7 * = 

/W)-2-[2-(l-b Kp^>^ p^^t->/W)-1-ji^-/H- 
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9H-9-^y ~M >T ^ K ; 

NMR (400MHz, 5, d 6 "DMS0) ; 0.25-0. 30 (m, 2H), 0.50 
-0.56 (m, 2H), 1.20-1.34 (m, 1H), 1.40-1.70 (m, 7 
H), 1.78-1.94 (m, 6H), 2.43-2.54 (m, 1H), 4.26 (t, 

J = 7.0 Hz, 2H), 7.41-7.47 (m, 1H), 7.60-7.68 (m, 

3H), 7.81 (d, J= 4.4 Hz, 1H) 
FAB MS ; 477 (MM) 

[0 2 0 5] HJ6#!J8 7 
l-{2-[6-X ^ 7 -8- (3-7 /V* U7^.^/V) ~9~* ?VV-9H- 
10 2-^y ^/u]-l-^~M-4-*^/l^l->? P^^r-^y 

NMR (400MHz, 8 , d 6 -DMS0) ; 0. 89 (d, J = 6. 0 Hz, 3 
H), 1.25-1.53 (m, 5H), 1. 63-1. 74 (m, 2H), 1.89-1.98 
(m, 2H), 3.82 (s, 3H), 7.42-7.48 (m, 1H), 5. 62-7. 8 
0 (m, 3H) 
FAB MS ; 380 (MM) 

[0206] mmm s s 

1- (2- [6-T § Z S-(3-7/^n 7^^M~9~^ ^/V~9H- 

20 iMMM 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 58-1. 60 (m, 4H), 1.73 
-1.79 (m, 2H), 1.93-1.99 (m, 2H), 3.14 (s, 1H), 3. 
47-3.53 (m, 1H), 3.83 (s, 3H), 7.41-7.47 (m, 1H), 
7.62-7.73 (m, 3H) 
FAB MS ; 382 (MM) 

[0207] nmm s 9 

1- (2-[6-T 5 S -8- (3-7 v 7 =.~/U)-9-* ^/V~9H- 

2- 7" v ~M-\-^~M-\-t<<? py^y —/u • mm& 

NMR (400MHz, 5, d 6 -DMS0) ; 1.74-1.85 (m, 2H), 2.16 
30 -2.27 (m, 2H), 2.34-2.43 (m, 2H), 3.81 (s, 3H), 7. 
39-7.47 (m, 1H), 7.56-7.77 (m, 3H) 
ESI MS ; 338.0 (MM) 
M& ; 198-199^ 

[0208] $mm 9 0 

l-{2-[6-T 5 y-8-(3, 5-^7/1"$- &7^ -9~7 g/W 
-9H-2-^y ~M-l-^~M-l-*/? X2s<is? ; ~ ;v > 

NMR (400MHz, 6, d 6 -DMS0) ; 1.64-1.79 (m, 4H), 1.84 
-1.97 (m, 4H), 3.82 (s, 3H), 7.48-7.54 (m, 1H), 7. 
40 57-7.64 (m, 2H) 
FAB MS ; 370 (MM) 
; 255-258<C 

[0 2 0 9] mmms 1 

!-{2-{6-T ^ 7-9-7 ?vW-8-[3-( b ]) 7;V*xi* ±M 
7^z=./u]-9H-2-zf]) ~M-l-^~M-l-jy? g^ly 

NMR (400MHz, 6, d«-DMS0) ; 1.62-1.78 (m, 4H), 1.82 
-1.96 (m, 4H), 3.81 (s, 3H), 7.79-7.85 (m, 1H), 7. 
91-7.95 (m, 1H), 8.17-8.21 (m, 2H) 
50 FAB MS ; 402 (MM) 
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[0 2 10] 2 

l-{2-[6-T5 ;-8-(3-7^tP7x^;V)-9-frt Kp 
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NMR (400MHz, 5, d<rDMS0) ; 1.72-1.80 (m, 4H), 1.84 
-L98 (m, 4H), 3.73 (t, J = 5. 6 Hz, 2H), 4.27 (t, 
J = 5.6 Hz, 2H), 7.38-7.45 (m, 1H), 7.58-7.64 (m, 
1H), 7.71-7.80 (m, 2H) 
FAB MS ; 382(M + +1) 

[0211] mmm9 3 

1- (2-[6-T 5 y -8-(2, 7 =c ^/U)-9~y 



NMR (400MHz, 5, d«-DMS0) ; 1. 56-1. 77 (m, 4H), 1.77 
-1.95 (m, 4H), 3.60 (s, 3H), 7.45-7.63 (m, 3H) 
ESI MS ; 370(M + +1) 
[0 2 12] 4 

l-{2-[6-T 5 y-8-(2, 3-i 'yy/V^-n 7 ^~/U)-9-* 



NMR (400MHz, 6, d 6 -DMS0) ; 1. 64-1. 79 (m, 4H), 1.83 
-1.96 (m, 4H), 3.63 (s, 3H), 7.40-7.45 (m, 1H), 7. 
52-7.56 (m, 1H), 7.66-7.74 (m, 1H) 
FAB MS ; 371 (MM) 

[0213] mmm 9 5 

3-{6-X5 y-2-[2-(l-t: Kp^^ v^O^M-l-^ 

NMR (400MHz, 8, d 6 -DMS0) ; 1.63-1.79 (m, 4H), 1.83 
-1.97 (m, 4H), 3.76 (s, 3H), 6.94-6.98 (m, 1H), 7. 
21-7.27 (m, 2H), 7.37 (t, J = 7. 9 Hz, 1H) 
FAB MS ; 350(M + +1) 

[0214] mmm9 6 
i-{2-[6->^ f/vr ^ y-8-(3-y/v^p z 

^/W-9H-2-^y xi^ls? J 

NMR (400MHz, 5, CDC1 3 ) ; 1.76-1.97 (m, 4H), 2.03- 
2.13 (m, 2H), 2. 13-2. 22 (m, 2H), 2.22 (s, 1H), 3.58 

(brs, 6H), 3.88 (s, 3H), 7.17-7.23 (m, 1H),7.46- 
7.57 (m, 3H) 

[0 2 15] H2fe#)9 7 

1- {2- [8- (3-^ >vJr xi -9-^ f/VT ^ 

NMR (400MHz, 6, CDC1 S ) ; 1.72-1.96 (m, 4H), 2.02- 
2.12 (m, 2H), 2. 14-2. 22 (m, 2H), 2.26 (s, 1H), 3.25 

(brs, 3H), 3.89 (s, 3H), 5.87 (brs, 1H), 7.20-7.2 
5 (m, 1H), 7.44-7.56 (m, 3H) 

[0 2 16] HJS0U9 8 
!-{2-[6-<^v^X $ 7 -8- -9-y 
^/W-9H-2-^y ^/V]-l-^^/W}-l-y^ wO-? J — 



NMR (400MHz, 8, d*-DMS0) ; 1. 64-1. 80 (m, 4H), 1.86 
-1.97 (m, 4H), 3.81 (s, 3H), 4.72 (brs, 2H), 7.20- 
7.25 (m, 1H), 7.28-7.37 (m, 4H), 7.39-7.45 (m, 1 
H), 7.60-7.66 (m, 1H), 7.68-7.75 (m, 2H), 8.53 (br 
s, 1H) 

[0217] mmm 9 9 

1- {2- {8- (3-^/V^-P r7^rW)-6-[ (2-fc K P =fr */=~*f* 

M t % y ]-9-y y —m-i-^—m-i- 

10 NMR (400MHz, 6, cU-DMSO) ; 1. 65-1. 82 (m, 4H), 1.84 
-2.02 (m, 4H), 3.59 (brs, 4H), 3.82 (s, 3H), 7.41- 
7.47 (m, 1H), 7.61-7.67 (m, 1H), 7.70-7.76 (m, 2 
H), 7.98 (brs, 1H) 

[0218] mmm 100 

l-{2-[6->^ P^yf;WT 5 7-8-(3-:7Ao3-p 7 zx,~ 
/^)-9-y ^/u-m-2->r}) —/uI-i-zl^—zu}-!-*/? w< 

NMR (400MHz, 5, d 6 -DMS0) ; 1.50-1.64 (m, 4H), 1.65 
-1.81 (m, 6H), 1.82-2.00 (m, 6H), 3.80 (s, 3H), 4. 
20 55 (brs, 1H), 7.40-7.46 (m, 1H), 7.61-7.67 (m, 1 
H), 7.70-7.75 (m, 2H), 8.06 (brs, 1H) 
[0219] HJSflU 101 

3- {6~T ^ y -8- (3- 7 /V^T xj7=c -2- [2- ( 1- 1: Kg 

NMR (400MHz, 5, d 6 -DMS0) ; 1. 60-1. 80 (m, 4H), 1.82 
-1.98 (m, 4H), 3.30-3.40 (m, 2H), 3.80-4.00 (m, 1 
H), 4.13 (dd, J = 9.6, 14.5 Hz, 1H), 4.32 (dd, J = 
3.5, 14.5 Hz, 1H), 7.37-7.44 (m, 1H), 7.56-7.64 
30 (m, 1H), 7.74-7.86 (m, 2H) 
FAB MS ; 412(M + +1) 

[0220] mmm 102 

4- {2-[6-T ^ J -8- (2--7/\s$~ x^y^^jV) -9-7 ^-9H- 
* — — . jfeiS^ 

NMR (400MHz, 5, d 6 -DMS0) ; 2. 04-2. 30 (m, 4H), 2.72 

and 2.81 (dx2, J = 6. 0 Hz, 3H), 3.05-3.49 (m, 4 
H), 3.80 and 3.82 (sx2, 3H), 7.39-7.47 (m, 1H), 7. 
59-7.74 (m, 3H) 
40 FAB MS ; 381 (M + +l) 

[0221] 103 

l-{4-[2-[6-T 5 /-8-(3-7/^t3 7x^;V)-9-^ gvW 
9H-2-^ y Hb^g^Zkj -4- bKP^V^yi;/) 



NMR (400MHz, 5, d 6 -DMS0) ; 1.50 and 1.93 (m, 4H), 
1.97-2.00 (sx2, 3H), 3. 14 and 3. 79 (sx2, 3H), 3.25 
-3.69 (m, 4H), 7.39-7.45 (m, 1H), 7. 59-7. 72 (m, 3H) 
FAB MS ; 409 (MM) 
[0 2 2 2] $mW 104 
50 4-{2-[6-T 5 7-8-(3-y/V^-n y zc^/U)-9-y 5vU-9H- 
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NMR (400MHz, 5, d*-DMS0) ; 1. 95-2. 18 (m, 4H), 3.02 
-3.20 (m, 4H), 3.80 (s, 3H), 7.38-7.46 (m, 1H), 7. 
58-7.76 (m, 3H) 
FAB MS ; 449 (MM) 
[0 2 2 3J 105 

2- {6-T^ y-2-[2-(l-t: KP^r>->^ci^yf;V)-l-x 

-9-^ V ^/V-} 6-7 fr* p^^y — 

NMR (400MHz, 5, cU-DMSO) ; 1.60-1.80 (m, 4H), 1.80 10 
-1.95 (m, 4H), 3.66-3.73 (m, 3H), 6.94-7.03 (m, 1 
H), 7.35-7.47 (m, 2H) 
FAB MS ; 368 (MM) 

[0224] mmm 1 o 6 

3- C6-T 5 J -8- (3- 7 ;vJr v7^^M -9- 7 5VV-9H-2- 

NMR (400MHz, 5, d<rDMS0) ; 3. 77 (s, 3H), 5.60 (d, 
J = 6.0 Hz, 1H), 6.26(d, J - 6. 0 Hz, 1H), 7.29-7.3 
3 (m, 1H), 7.36-7.43 (m, 3H), 7.47 (brs, 2H), 7.50 
-7.53 (m, 2H), 7.58-7.64 (m, 1H), 7.66-7.71 (m, 2 20 
H) 

FAB MS ; 374 (MM) 

[0 2 2 5] HJS^J 107 
1- {2- [6~T ^ J -8- (3-7 /V* P -2- 7 ^vV*:7 ~/W) -9- 
7 ^/W-9H-2-^y ^/W]-l-^^^/V}-l— >^ p^O-^ y 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 62-1. 79 (m, 4H), 1.83 
-1.96 (m, 4H), 2.13 (d, J = 2. 0 Hz, 3H), 3.50 (s, 
3H), 7.33-7.42 (m, 3H) 

FAB MS ; 366 (MM) 30 

[0 2 2 6] mmm ios 

l-{2-[6-X ^ y-9-7 ^/V-8-q, 3-^Ty—/^2-^M- 
9H-2-^y ~M-l-3L*3-~M-l-^? v<>i? y —/V - 

NMR (400MHz, 5, drDMSO) ; 1.61-1. 78 (m, 4H), 1.81 
-1.97 (m, 4H), 4.09 (s, 3H), 7.99 (d, J = 3. 2 Hz, 
1H), 8.11 (d, J = 3.2 Hz, 1H) 
FAB MS ; 341 (MM) 

[0 2 2 7] mmm 109 

N^x^/WQR, 3R)-3- {6-T ^ y-S-(3~7/V^u7 40 
AQ-2-[2-(l-t: Kp^>^ p ^ l^^/V) - 
9H-9-^y^/V}V^P^<V^y ^-1-^7/V^^r^^ K* 

NMR (400MHz, 8 , d 6 -DMS0) ; 1. 01 (t, J = 7. 2 Hz, 3 
H), 1.64-2.22 (m, 12H), 2. 44-2. 68 (m, 2H), 3.08 (d 
q, J = 2. 6, 7.2 Hz, 2H), 4.60-4.71 (m, 1H), 7.43- 
7.49 (m, 1H), 7.50-7.55 (m, 2H), 7.61-7.68 (m, 1 
H), 7.83 (t, J = 2.6Hz, 1H) 

[0228] mmm no 

l-{2-[6-T 5 7 -8- (3, S-*?7/V*xi 7 j. n/U)-9~7 *?/v 50 



ggjg 

NMR (400MHz, 5, d«-DMSO) ; 1. 76-1. 86 (m, 2H), 2.20 
-2.32 (m, 2H), 2.36-2.46 (m, 2H),3.85 (s, 3H), 7.4 
6-7.55 (m, 1H), 7.56-7.67 (m, 2H) 
FAB MS ; 356 (MM) 

[0 2 2 9] mmm m 

1- {2- [6-T ^ 7-9— >^ p^p trVW-8- (3- 7 )VJr v7=* 

NMR (400MHz, 8, d«-DMS0) ; 0. 67-0. 72 (m, 2H), 1.01 
-1.07 (m, 2H), 1.62-1.80 (m, 4H), 1.84-1.97 (m, 4 
H), 3.65-3.73 (m, 1H), 7.36-7.42 (m, 1H), 7.75-7.8 
1 (m, 2H) 
FAB MS ; 378 (MM) 
; 220-223t: 

[0230] mmm 112 

8- (3-7 /V^ p 7 ^ E^kl -9-7 ^/^-2- (3-7 ^~)V-\~^f 

p \f^/u)-9H-6-y p y ± 5 is - MMM 

NMR (400MHz, 8, d 6 -DMS0) ; 3. 79 (s, 3H), 3.91 (s, 
2H), 7.24-7.29 (m, 1H), 7.34-7.44 (m, 5H), 7.59-7. 
65 (m, 1H), 7.67-7.72 (m, 2H) 
FAB MS ; 358 (MM) 

[0231] mmm 113 

l-{2-[8-(3, 5~i?7/l'3~v 7 ^^-/U)-9-y ^/U-6-(7^ 

^;vr x y )-9H-2-r y ~/^]-i-^^=vW-i->^ p 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 60-1. 78 (m, 4H), 1.78 
-1.98 (m, 4H), 2.93 (t, J = 7.2 Hz, 2H), 3.60-3.75 
(m, 2H), 3.80 (s, 3H), 7.14-7.21 (m, 1H), 7.22-7. 
32 (m, 4H), 7.44-7.52 (m, 1H), 7.54-7.64 (m, 2H), 
8.05-8.12 (m, 1H) 
FAB MS ; 474 (MM) 

[0232] mmm 114 

l-{2-[8-(3, 5-v^^/^p -7*.~M-9-* ^/W6-7 *f~;v 
T % y-9H-2-^y ^/W]-l-ai^^/k}-l-V^ u^ls? y 
— /v 

NMR (400MHz, 6, CDCL) ; 1. 75-1. 94 (m, 4H), 2.03- 
2.12 (m, 2H), 2. 12-2. 22 (m, 2H), 3.25 (brs, 3H), 3. 
90 (s, 3H), 5.82 (brs, 1H), 6.95-7.00 (m, 1H), 7.2 

9- 7.36 (m, 2H) 

[0233] mmm 115 

1- {2- [6- (^ ^/WT 5 y ) -8- (3- 7)VJr U7^ ^;V) -9- 7 
^/V-9H-2-^y ^/V]-l-^^^/W-}-l— >^ p^^^y 
~ /V 

NMR (400MHz, 5 , d 6 -DMS0) ; 1. 19 (t, J = 7. 2 Hz, 3 
H), 1.65-1.81 (m, 4H), 1.84-1. 98 (m, 4H), 3.50 (br 
s, 2H), 3.80 (s, 3H), 5.44 (s, 1H), 7. 38-7. 45 (m, 1 
H), 7.59-7.66 (m, 1H), 7.67-7.73 (m, 2H), 7.95 (b 
rs, 1H) 
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FAB MS ; 380 (MM) 

[0234] mmm ne 

1- (2- [8- (3-7 /Ujr v-7zz. ^/V) -9~7 fcVWT 

NMR (400MHz, 6 , &-DMS0) ; 0. 91 (t, J = 7. 2 Hz, 3 
H), 1.62 (sex, J = 7.2Hz, 2H), 1.66-1.81 (m, 4H), 
1.84-2.00 (m, 4H), 3.43 (brs, 2H), 3.80 (s,3H), 5. 
44 (s, 1H), 7.38-7.45 (m, 1H), 7.59-7.67 (m, 1H), 
7.68-7.74 (m, 2H), 7.91-7.98 (m, 1H) 10 
FAB MS ; 394 (MM) 
[ 0 2 3 5 J mMM 117 
1- (2- [8- v7=. ~M -6-sC y 5 7 -9- 

7 ^/W9H-2-^y ^/U]~l-^^^/W-l-i V? w<l/? S 

NMR (400MHz, 8, CDC1 3 ) ; 1.02 (d, J = 6. 8 Hz, 6H), 

1.68-1.92 (m, 4H), 1.97 (sept, J = 6. 8 Hz, 6H), 
2.02-2.22 (m, 4H), 3.51 (brs, 2H), 3.88 (s, 3H), 
5.89 (brs, 1H), 7.18-7.25 (m, 1H), 7.45-7.57 (m, 1 
H), 7.45-7.57 (m, 3H) 20 
FAB MS ; 408 (MM) 
[0 2 3 61 mH&m 118 

i-[2-(6-t^ y-9-y^/u-s-7zxL^/u-m-2--yy ^zkh 
l-a^~/vO-l-^ xjs<z/? y —)V - MM& 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 66-1. 83 (m, 4H), 1.87 
-2.00 (m, 4H), 3.83 (s, 3H), 7.59-7.65 (m, 3H), 7. 
86-7.92 (m, 2H) 
FAB MS ; 334 (MM) 

[02371 mmmi 1 9 

3-[6-T 5 J -8-(3-^/W^-p 7^~/U)-9-y 3-/V-m-2- 30 

NMR (400MHz, 5, d*-DMSO) ; 3. 79 (s, 3H), 4.30 (s, 
2H), 7.38-7.44 (m, 1H), 7.59-7.65 (m, 1H), 7.66-7. 
72 (m, 2H) 

[0 2 3 81 mmm 120 

1- {2- [6-T ^ I -8- (3-^/V^- ~M -9-y ^/U-9H- 
-1-m^ - /w} -2-^ b^rv-l-v^ P^3r» 

NMR (400MHz, 5, d«-DMSO) ; 1.13-2.00 (m, 8H), 3.07 

(dd, J = 9. 6, 4.0Hz,lH), 3.39 (s, 3H), 3.80 (s, 40 
3H), 5.69 (s, 1H), 7.39-7.45 (m, 1H), 7.48(br s, 2 
H), 7.60-7.75 (m, 3H) 
ESI MS ; 396 (MM) 
; 281-283t: 

[02391 mmm 121 

1- (2- [6-T 5 y -8- (3- 7 fr* P7xr/» -9-7 ^/U-9H~ 

NMR (400MHz, 6, &-DMSO) ; 1.12-1.92 (m, 8H), 3.20 
-3.25 (m, 1H), 3.40 (s, 3H), 3.80 (s, 3H), 5.33 50 
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(s, 1H), 7.38-7.45 (m, 1H), 7.48 (br s, 2H), 7.60- 
7.74 (m, 3H) 
ESI MS ; 396 (MM) 

; i95-i97t: 

[0 24 0] mmm 122 

1- {2- [6-T g 7 -8- (3- Z E^kl -9-7 ^VW9H- 

2- ^V ~;u]-l-=.^~M-2—>? v<z^Ti/-l-3r—/v 
NMR (400MHz, 6, d 6 -DMS0) ; 2. 00-2. 12 (m, 1H), 2.30 
-2.38 (m, 3H), 3.79 (s, 3H), 3.80 (s, 3H), 5.78 
(s, 1H), 5.80-5.84 (m, 1H), 5.94-5.98 (m, 1H),7.39 
-7.46 (m, 1H), 7.47 (br s, 2H), 7.59-7.74 (m, 3H) 
ESI MS ; 350 (MM) 

; 191-193T; 

[0 2 4 i] mmm 123 

1- {2- [6-T ^ 7 -8- (2, 5- 7>Vir ~/V) ~9~7 gSfe 

-9H-2-:/y —/vl-i-^^—M-i-is? p ;7>? 7 —/v - jj 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 74-1. 88 (m, 2H), 2.18 
-2.30 (m, 2H), 2.36-2.45 (m, 2H), 3.65 (m, 3H), 7. 
53-7.59 (m, 2H), 7.60-7.65 (m, 1H) 
FAB MS ; 356 (MM) 
; 149-152t: 

[0 24 2] 124 
l-[6-T 5 y-8-(3, S-S^/Vofrg ~7=.~/U)-9-y ^/W-9H 
-2-^y ^/V]-3-m^u-l-^<^^^-3-^— /V - jffljgji 
NMR (400MHz, 5 , d 6 ~DMS0) ; 1. 01 (t, J = 7. 2 Hz, 6 
H), 1.61-1.75 (m, 4H),3.85 (s, 3H), 7.51-7.57 (m, 
1H), 7.60-7.67 (m, 2H) 
ESI MS ; 372 (MM) 
; 207-210T; 

[0 24 3] 125 
l-{2-[6-T ^ J -9-7 ^/W8-(2, 3, 5- h y :7/i^-P Z 
~/U)-9H- 2-^V ^-l-^^M-l- V? U'O? 7 — 
/U 

NMR (400MHz, 5, d 6 "DMS0) ; 1. 65-1. 82 (m, 4H), 1.83 
-1.98 (m, 4H), 3.65 (s, 3H), 5.44 (s,lH), 7.50-7.6 
0 (m, 3H), 7.81-7.90 (m, 1H) 
ESI MS ; 388 (MM) 

; 2i4-2i7t: 

[0 244] $mm 126 

l-{2-[6-T § J -9-7 ^/W-8-(2, 3, 5- h y 7 ^ 

^/W)-9H- 2-/ !) - p / ^ y - 

NMR (400MHz, 5, d 6 ~DMS0) ; 1.73-1.86 (m, 2H), 2.17 
-2.27 (m, 2H), 2.34-2.43 (m, 2H), 3.65 (s, 3H), 6. 
00 (S, 1H), 7.50-7.62 (m,3H), 7.81-7.90 (m, 1H) 
ESI MS ; 374 (MM) 
; 231-234TC 
[0 24 5] 127 
l-{2-[6-T ^ y~8-(2, 3-v^^/W^-p 7oc~/l')-9-y gyW 
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-9H- xi 7? J— ;v 

NMR (400MHz, 5, d 6 -DMS0) ; 1. 73-1. 86 (m, 2H), 2.17 
-2.27 (m, 2H), 2.34-2.43 (m, 2H), 3.63 (s, 3H), 6. 
00 (S, 1H), 7.40-7.47 (m, 1H), 7.52-7.60 (m,3H), 7.6 
6-7.74 (m, 1H) 
ESI MS ; 356 (MM) 
HA ; 225-229t: 

[0 2 4 61 mmm 1 2 8 

1- [6-T 5 J -8- (3-7 >V* V7^ -tv) ~9~* ^Vt-9H-2- 

-/w]-3, 4-vM ^/v-i-^ ^ v-3-^-— - mmm 

NMR (400MHz, 5 , d 6 -DMS0) ; 1. 01 (dd, J = 17. 0 and 
17.0, 6H), 1.24 (brs, 1H), 1.41 (s, 3H), 1.73-1.86 

(m, 1H),3.81 (s, 3H) 
ESI MS ; 354. KM++1) 
; 191-192<C 
[ 0 2 4 7 J MMW 12 9 
1-E6-T 5 Z S~(3~ 7/^X2 7 5VW9H-2- 
^/V]-3, ^;V-\^ly^>~-3-^r—/V - jfi 

mm 

NMR (400MHz, 6, d 6 -DMS0) ;1.04 (s, 9H), 1.44(s, 3 
H), 3.83 (s, 3H), 7.42-7.48 (m, 1H), 7. 58-7. 77 (m, 
3H) 

ESI MS ; 368. 1(MM) 
l 193-194<C 
[0 24 8] 130 

l-(2-[6-X 5 7-%-(3-7)V3rn 7^^/U)-9~^ gyWgHz 

NMR (400MHz, 5, d 6 -DMS0) ; 1.60-2.14 (m, 9H), 2.41 
-2.49 (m, 1H), 3.81 (s, 3H), 7.16-7.76 (m, 8H) 
ESI MS ; 442 (MM) 
M& ; 247-249*0 

[0 2 4 9] mmmi 3 1 

l-{2-[6-T 5 J -9-^ ^-8- (5-^ gvl^jzZ V /^)~9H-2 

NMR (400MHz, 6, d 6 -DMS0) ; 1.60-1.80 (m, 4H), 1.82 
-1.99 (m, 4H), 2.41 (s, 3H), 3.87 (s, 3H), 4.23 (b 
r, 3H), 6.41 (s, 1H), 7.19 (s, 1H) 
ESI MS ; 38(M + +1) 
MA ; 184-186T; 

[0250] mmm 132 

1- C6-T 5 J -8- (3- 7 ;vJr vy^ ^/u) -9-7 p bVW9H- 

2- ^y ~M -3-^ ^/u~l-^< isf-Zs-S-tir—jv - mmm 
NMR (400MHz, 8 , d 6 ~DMS0) ; 0. 72 (t, J= 7. 6 Hz, 3 
H), 1.01 (t, J=7.6Hz,6H), 1.58-1.73 (m, 6H), 4.2 
4 (t, J=7.6Hz, 2H), 7.42-7.49 (m, 1H), 7.63-7.69 
(m, 3H) 

ESI MS ; 382 (MM) 
M& ; 144-147<C 
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[0251] mmm 133 

1- {2- [6-X ^ 7 -9-^ (3- 7 /l"Jr xj7^=-;V) -9H- 

-/W]-l-m^-/w}-l-y^ q^Ogy — /V . jggfe 

ft 

NMR (400MHz, 8 , d 6 -DMS0) ; 1. 29 (t, J = 7. 2 Hz, 3 
H), 1.66-1.82 (m, 4H), 1. 86-2. 02 (m, 4H), 4.31 (q, 
J = 7.2 Hz, 2H), 7.46-7.52 (m, 1H), 7.64-7.72 (m, 
3H) 

FAB MS ; 366 (MM) 
10 ; 188-191^: 

[0 2 5 2] 134 

2- {2- [6-T 5 y -8- (2-7 /U^- v7zn ~;V) -9- 7 ~fyW-9H- 
2-7* V —M-l-^—M-l. 2, 3-7" h V 3r~;v • 

NMR (400MHz, 6, d 6 -DMS0) ; 3. 17 (s, 2H), 3.50 (d, 
J = 10.8 Hz, 2H), 3.55(d, J = 10. 8 Hz, 2H), 3.82 
(s, 3H), 7.40-7.47 (m, 1H), 7.61-7.75 (m, 3H) 
ESI MS ; 358 (MM) 
JK/£ ; 233-235t: 
20 [0 2 5 3] 9mm 135 

1- (2-C6-T ^ / -8- (3, 5~i?7 un7^ -9-^/^-9 
H-2-^y ^/V]-l-^^^/W}-l— >^ Xf<ls9 J ~;V - M. 

mm 

NMR (400MHz, 8 , d 6 ~DMS0) ; 1. 26 (t, J = 18. 0 Hz, 3 
H), 1.64-1.80 (m, 4H) , 1. 84-1. 98 (m, 4H), 4.29 (q, 
J = 18.0 Hz, 2H), 7.50-7.58 (m, 3H) 
ESI MS ; 384.0 (MM) 
; 217-218^ 
[0 2 54] 9mW 136 
30 l-[6-T ^ I -8- (3, ft¥2Jk*E ? ^M=gz^±ZkzgH 

-2^y -3-^ ^-/v-\--< is *?* >--3-^~/is : mmm 

NMR (400MHz, 8 , d 6 -DMS0) ; 1. 01 (t, J = 18. 0 Hz, 6 
H), 1.25 (t, J= 18.0Hz, 3H), 1.58-1.74 (m, 4H), 
4.30 (q, J = 17.4 Hz, 2H), 7.47-7.60 (m, 3H) 
ESI MS ; 386. 2 (MM) 
; 204-205*0 
[0 2 5 5] 9mm 137 

l-(2-[6-T 5 /-8-(3, Szi^ZZk^E 7 ^^;v)-9-^^/V 

-9H-2--7 y ~/w]-i-^^/W-i-v^ g I rrzk - m 
40 MM 

NMR (400MHz, 8 , d 6 -DMS0) ; 1. 62 (t, J = 18. 0 Hz, 3 
H), 1.76-1.88 (m, 2H), 2. 18~2. 29 (m, 2H), 2.36-2.44 

(m, 2H), 4.30 (q, J = 18. 0 Hz, 2H), 7.49-7.59 (m, 

3H) 

ESI MS ; 370.0 (MM) 
: 234-235X: 

[0256] mmm 1 3 8 

4- [6-T ^ 7-8-(3, 5-Z>7/U^-V3 7^^/\y)-9-^/U-9H 
50 NMR (400MHz, 5 , d«-DMS0) ; 1. 25 (t, J = 17. 6 Hz, 3 
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H), 1.48 (s, 6H), 4.29(q, J = 17. 4 Hz, 2H), 7.49- 
7.58 (m, 3H) 
ESI MS ; 358.0 (MM) 
; 233-234*C 

[0 2 5 7] mmm 1 3 9 

l-(2-[6-T 5 p 7x2 fc:VW-8-(3, S-v^/V^p 

Z ^^M-90-2-7]) ~M-\~^^^M-\-^ ? ns<l/ 

NMR (400MHz, 5, d 6 -DMS0) ; 0. 70~0. 78 (m, 2H), 1.02 
-1.11 (m, 2H), 1.64-1.82 (m, 4H), 1.84-1.99 (m, 4 
H), 3.67-3.74 (m, 1H), 7.45-7.53 (m, 1H), 7.65-7.7 
3 (m, 2H) 

ESI MS ; 396. 1 (MM) 
; 265-266^ 

[0258] nmm ho 

l-{2-[6-T 5 y-9-v^ p 7xi tf/W8-(3, 5-v^^/^p 
7=.~;V)-m-2-7}) ^/V]-l-ji^/W}-l-ix^ v7? 

NMR (400MHz, 5, d 6 -DMS0) ; 0. 70-0. 78 (m, 2H), 1.02 
-1.11 (m, 2H), 1.72-1.86 (m, 2H), 2.16-2.28 (m, 2 
H), 2.30-2.46 (m, 2H), 3.65-3.74 (m, 1H), 7.43-7.5 

3 (m, 1H), 7.64-7.74 (m, 2H) 
ESI? MS ; 382. 1(MM) 

M& ; 228^ 

[0 2 5 9] mxm 141 

4-[6-T 5 J -9-i p 7xj tf/W8~(3, 5zj£ZZk^E 2 ^ 
~;V)-m-2-7V ^~3-7^>~2-^—/^ - 

NMR (400MHz, 6, d 6 -DMS0) ; 0. 70-0. 77 (m, 2H), 1.03 
-1.11 (m, 2H), 1.48 (s, 6H), 3.66-3.76 (m, 1H), 7. 
44-7.53 (m, 1H), 7.65-7.73 (m, 2H) 
ESI MS ; 370. 1 (MM) 
; 245<C 
[0 2 6 0] 142 
l-[6-T ^ y-9~V^ p 7X2 eVW8-(3-7;^P7x^;l/ 
D-9H- ^;i-]-3-xf y-3-^--;i- ; 

NMR (400MHz, 5, d«-DMSO) ; 0. 70-0. 75 (m, 2H), 0.97 
-1.10 (m, 8H), 1.60-1.79 (m, 4H), 3.67-3.73 (m, 1 
H), 7.39-7.45 (m, 1H), 7.59-7.66 (m, 1H), 7.77-7.8 

4 (m, 2H) 

FAB MS ; 380 (MM) 
ffli& ; 145-14TC 

[0261] rnn&m 1 4 3 

4- [6-T 5 y-^n/n tf/W8-(3-^/W^-p^3i^ 
/^)-9H- 2-7 V ~>V\-2-* ^/U-3-7^>-2-*—/\s « M 

NMR (400MHz, 6, d«-DMSO) ; 0. 7(H). 75 (m, 2H), 1.00 
-1.10 (m, 2H), 1.49, (s, 6H), 3.67-3.73 (m, 1H), 
7.38-7.45 (m, 1H), 7.59-7.66 (m, 1H), 7.77-7.84 
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(m, 2H) 

ESI MS ; 352 (MM) 
M& I 143-145*0 

[0262] mmm 144 

l-[6-T ^ J -8-(3, 5zg£ZZk^E Z_^EMzgz2^E 

9H- 2-^y ^/vV?>~^~/v-\-^ls?-ls~2~Jr—/i' • M. 

NMR (400MHz, 6, d 6 -DMS0) ; 0. 72 (t, J= 7.6Hz, 3H), 
1.01 (t, J=7.6Hz, 6H), 1.58-1.75 (m, 6H), 4.27 
10 (t, J= 7.6Hz, 2H), 7.48-7.58 (m, 3H) 

ESI MS ; 400 (MM) 

M& ! 183-184^ 
[0 2 6 3] mMffl 145 

l-(2-[6-T ^ y-8-(3, 5-v^^/W^-p^ ^~/V)-9-7x2 tf 

/V-9H- 2-7V ^M-l-^^M-l-^/? X2s<is$ j 

NMR (400MHz, 6, d 6 -DMS0) ; 0. 72 (t, J= 7.6Hz, 3H), 
1.57-1.81 (m, 6H), 1.82-2.00 (m, 4H), 4.23 (t, J= 
7.6Hz, 2H), 7.48-7.57 (m, 3H) 
20 ESI MS ; 398 (MM) 

; 2io-2irc 
[0 2 6 4] mtmm 1 4 6 

1- (2-[6-T 5 y-8-(2-^/^P -9-^ ^/U-9H- 

2- 7 V —/Vl-l-^—M-l-i X27? J—)\< 

NMR (400MHz, 5, d 6 -DMS0) ; 1. 72-1. 85 (m, 2H), 2.17 
-2.27 (m, 2H), 2.34-2.43 (m, 2H), 3.60 (s, 3H), 6. 
00 (s, 1H), 7.38-7.59 (m, 4H), 7.61-7.74 (m,2H) 
ESI MS ; 3 3 8 (MM) 
\ 136-138*0 

30 [0265] mmm 147 

1- {2- [6-T 5 J -8- (2-7;\s3r g Z ^ ~M dhz< ^-9H- 

2- ;/ y ^/w] p/<y^/ —71^ 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 65-1. 80 (m, 4H), 1.80 
-1.96 (m, 4H), 3.59 (s,3H), 5.47 (s, 1H), 7.41-7.4 
9 (m, 4H), 7.64-7.74 (m, 2H) 
ESI MS ; 352 (MM) 
; 166-168*0 
[0 2 6 6] 148 

1- [6-T ^ / -9-^ gvkrgz (5-p< f;W2-7 y /V) -9H-2-7 



NMR (400MHz, 6 , d 6 -DMS0) ; 0. 99 (t, J = 7. 2 Hz, 6 
H), 1.62 (a, J = 7.2 Hz, 2H), 1.64 (q, J = 7. 2 Hz, 
2H), 2.40 (s, 3H), 3.17 (s, 1H), 3.86 (s, 3H), 6. 
41 (d, J = 0.4 Hz, 1H), 7.18 (d, J = 0. 4 Hz, 1H) 
ESI MS ; 340 (MM) 
; 229-230*0 

[0267] mmmi 4 9 

l -[6-T ^ y-8-(2-^/^P Z >*0-9-y 
7]) n/W]-3-^^/W-l-^V^V-3-^— /V 
50 NMR (400MHz, 8 , d 6 -DMS0) ; 0. 98 (t, J = 7. 4 Hz, 6 
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H), 1.58-1.68 (m, 4H),3.57 (s, 3H), 5.29 (s, 1H), 
7.39-7.46 (m, 4H), 7.63-7.71 (m, 2H) 
ESI MS ; 354 (MM) 
M& : 199-201X: 

[0268] mmm 1 5 0 

i-[6-r ^ z -9— >^ p y& tf/^-8-(3, ft^jyjk*E z s 

NMR (400MHz, 8, d 6 -DMS0) ; 0. 72-0. 78 (m, 2H), 1.01 
(t, J = 7. 2 Hz, 6H), 1.04-1. 12 (m, 2H), 1.58-1.75 10 
(m, 4H), 3.67-3.77 (m, 1H), 7. 46-7. 54 (m, 1H), 7.65 
-7.73 (m, 2H) 
ESI MS ; 398. 2 (MM) 
i 225<C 

[0 2 6 9] mmw i5i 

4-[6-T ^ /-8-(3, ^/U~9H 
-2-7V~M-2-* ^/W-3-^^>--2-^— * jfcfem 
NMR (400MHz, 6, d 6 -DMS0) ; 1. 48 (s, 6H), 3.17 (s, 
3H), 7.46-7.66 (m, 3H)ESI MS ; 344. 0(MM) 

I 237-238<C 20 
[0 2 7 0] 152 
l-[6-T $ y-8-(2, 5-v?:7/M-p -7=c~/U)-9-* ?VW9H 
-2-^y ^]-3-xf;l^l-v<yfy-3-t- ;V • M&M 
NMR (400MHz, 8 , d 6 -DMS0) ; 1. 01 (t, J = 18 Hz, 6 
H), 1.60-1.74 (q, J = 18Hz, 4H), 3.65 (s, 3H), 7.5 

3- 7.65 (m, 3H) 
ESI MS ; 372. 2 (MM) 

; 147-148^ 
[0 2 7 1] H ffiffil 153 

4- [6-T^ y-8~(2, 5-^7^ n7 ^ -9-;* ^/V-9H 30 

NMR (400MHz, 5, d 6 -DMS0) ; 1. 50 (s, 6H), 3.67 (s, 
3H), 7.54-7.68 (m, 3H)ESI MS ; 344.0 (MM) 

M& ; m-mx: 

[0 2 7 2] mmmi 5 4 

4-[6-T $ /-8-(2, 3zj£ZZk£g /^)~9-^^/W-9H 
-2-^y ^/U]-2-p< ^-/W-3-^^^-2-^— « aaaa 
NMR (400MHz, 6 , d 6 -DMS0) ; 1. 25 (t, J = 7. 2 Hz, 3 
H), 1.49 (s, 6H), 4. 10 (q, J = 7. 2 Hz, 2H), 7.41-7. 
56 (m, 2H), 7.60-7.79 (m, 1H). 40 
ESI MS ; 358 (MM) 
; 213-215^ 

[0273] mmrn 155 

1- [6-T ^ J -8- (2 t Z-^7)V3r P7x -9- ^;v-m 
-2-*7V ^/^]-3-^^/W-l-^>^v-3-^-— /V - jfcgiS 
NMR (400MHz, 6 , d 6 -DMS0) ; 1. 00 (t, J = 7. 2 Hz, 6 
H), 1.22 (t, J = 7.2 Hz, 3H), 1.64 (q, J = 7. 2 Hz, 
2H), 1.65 (q, J = 7.2 Hz, 2H), 4.10 (q, J =7. 2 H 
z, 2H), 7.42-7.57 (m, 2H), 7.69-7.78 (m, 1H) 
ESI MS ; 386 (MM) 50 
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WM ; 222-224<C 

[0 2 7 4] HJ&tfll 5 6 
4- [6-T ^ I -S~(2~7/U^u 7 g ^yW-9H-2- 

^y ^AzkiA ^/^-3-^^ is-2-*—?v 

NMR (400MHz, 5, d«-DMS0) ; 1.46 (s, 6H), 3.60 (s, 
3H), 5.60 (s, 1H), 7.41-7.54 (m, 4H), 7.64-7.74 
(m, 2H) 

ESI MS ; 326 (MM) 
MM \ 198-199t: 
10 [0 2 7 5] 157 

l-{2-[6-T $ y-8-(2, 3-i?'7A'*X2 7 j:^W)-9-;* ±fr 
-9H-2-^y —/V] -l-^^-M -1— > g S * 

NMR (400MHz, 8 , d 6 -DMS0) ; 1. 23 (t, J = 7. 2 Hz, 3 
H), 1.74-1.86 (m, 2H) , 2. 18-2. 27 (m, 2H), 2.36-2.43 
(m, 2H), 4.09 (q, J = 14. 4 Hz, 2H), 7.42-7.47 (m, 
1H), 7.51-7.55 (m, 1H), 7.69-7.76 (m, 1H) 
ESI MS ; 370 (MM) 
; 139-142^ 

20 [0276] $mm 1 5 8 

l-(2-[6-T 5 y-8-(2, 3-i?7/U&xi 7 ^~;V)-9-^;V 
-9H-2-^y =-M-\-^^;l>}-l-^? v<^? I — ;V - 

NMR (400MHz, 8 , d«-DMS0) ; 1. 24 (t, J = 7. 0 Hz, 3 
H), 1.65-1.80 (m, 4H), 1. 85~2. 00 (s, 4H), 4.05-4.15 
(m, 2H), 5.10 (s, 1H), 7.42-7.58 (m, 2H), 7.69-7. 
78 (m, 2H) 
ESI MS ; 384 (MM) 
; 138-140^ 

30 [0277] mmm 159 

4- [6-T 5 y-8-(3, 5-i?7/l'*T2 7 ^~;V)-9-?u bVW 

9h- 2-^y ~M-2-* f-;w3-^fy-2-t-;i/ « mm& 

NMR (400MHz, 5, ds-DMSO) ; 0. 71 (t, J= 7.6Hz, 3H), 

1.49 (s, 6H), 1.57-1.68 (m, 2H), 4.25 (t, J= 7.6H 
z, 2H), 7.50-7.58 (m, 3H) 
ESI MS ; 372 (MM) 
MM ; 148-150^ 

[0 2 7 8] $mW 160 
1- {2- [6-T 5 y-9-v-^P^n tf/W8-(3-^/V^-p 7^ 
40 —/V-m- 2-7 y ~M-l-^^M-l-i/? u / — 

NMR (400MHz, 5, d 6 -DMS0) ; 0. 74 (bs, 2H), 1.02-1.1 
1 (m, 2H), 1.76-1.90 (m, 2H), 2.20-2.31 (m, 2H), 
2.38-2.50 (m, 2H), 3.69-3.77 (m, 1H), 7.41-7.48 
(m, 1H), 7.60-7.67 (m, 1H), 7.79-7.86 (m, 2H) 
ESI MS ; 364 (MM) 
M& ; 167-170^ 

[0 2 7 9] %mm 161 
l-(2-[6-T ^ y-8-(2, 3-i?7/\s*u 7 b° 
50 /l^9H- 2->^y J —;v 
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NMR (400MHz, 5, d 6 -DMS0) ; 0. 70 (t, J= 7. 6Hz, 3H), 
1.64 (tq, J= 7.6Hz, 7. 6Hz, 2H), 1.67-1.83 (m, 2 

H), 2.23-2.32 (m, 2H), 2.39-2.50 (m, 2H), 4. 10 (t, 

J=7.6Hz, 2H), 7.44-7.52 (m, 1Hz), 7.53-7.59 (m, 1 

H), 7.72-7.81 (m, 1H) 

ESI MS ; 384(M*+1) 
; 124-127<C 
[0 2 8 0] 9mm 162 

l-{2-[6-T 5 I -8-(2, 3zj£Z^±E Z ^ — /^-9~:/p 

/V-9H- 2-^ U —/l^M-^^—Aj-l-S^ p I —;V 

-.mm 

NMR (400MHz, 8, d 6 -DMS0) ;0.69 (t, J= 7.6Hz, 3H), 

1.63 (tq, J- 7.6Hz, 7. 6Hz, 2H), 1.67-1.82 (m, 4 
H), 1.85-2.00 (m, 4H), 4.07 (t, J= 7. 6Hz, 2H),7.43 
-7.50 (m, 1H), 7. 50-7. 59 (m, 1H), 7.70-7.79 (m, 1H) 
ESI MS ; 398(M + +1) 
; 184-188<C 

[0281] nnm 1 6 3 

4-[6-T ^ y-8-(2, 3-v^^/^n ^^^/V)-9-^n g/W 

9h- 2-y"v ~/\s]-2-?i ^/u-3-^^>-2-^—/u - mstm. 

NMR (400MHz, 5, d 6 -DMS0) ;0.68 (t, J= 7.6Hz, 3H), 

1.49 (s, 6H), 1.62 (tq, J= 7. 6Hz, 7. 6Hz, 2H), 4.0 

7 (t, J=7.6Hz, 2H), 7.43-7.49 (m, 1H), 7.51-7.57 
(m, 1H), 7.70-7.78 (m, 1H) 
ESI MS ; 372(M + +1) 
M& ; 230-233X: 

[0282] $mm 1 6 4 

l-[6-T 5 /-8-(2, 3-i?7/U#X3 7 ^- /U )- 9 -^ u b y v - 
9H- 2-7* y ~M -3-^^-1-^ >-^V-3-^— /V * ffijj 

NMR (400MHz, 6, d 6 -DMS0) ; 0. 68 (t, J= 7. 6Hz, 3H), 
1.01 (t, J=7.6Hz, 6H), 1.59-1.75 (m, 6H), 4.08 

(t, J= 7.6Hz, 2H), 7.48-7.50 (m, 1H), 7.52-7.57 

(m, 1H), 7.71-7.79 (m, 1H) 

ESI MS ; 400 (MM) 
; 187-188^ 
[0 2 8 3] mMW 165 

l-[2-[6-X $ 7 -8- (2, 5-^:7/l^P 7~~/l<>)~9-i/? p 

— ;v 

NMR (400MHz, 5, d«-DMS0) ; 0.67-0. 72 (m, 2H), 0.89 
-0.97 (m, 2H), 1.73-1.87 (m, 2H), 2.17-2.28 (m, 2 
H), 2.35-2.45 (m,2H), 3.37-3.47 (m, 1H), 7.49-7.56 

(m, 2H), 7.59-7.66 (m, 1H) 
ESI MS ; 382 (MM) 
MM ; 161-164^ 

[0 28 4] mmm 1 6 6 

l-[2-[6-T 5 7-8-(2, b-V~7;Vlrx2 7 -9- y ^ p 

bV^9H~2~^y ~;V\-\-^—;V\-\-*/? p^V^ 
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NMR (400MHz, 5, d 6 -DMS0) ; 0. 66-0. 73 (m, 2H), 0.89 

-0.97 (m, 2H), 1.63-1.82 (m, 4H), 1.83-1.98 (m, 4 

H), 3.37-3.46 (m, 1H), 7.49-7.56 (m, 2H), 7.59-7. 

66 (m, 1H) 

ESI MS ; 396(M'+1) 

M& ; 230-232t: 

[0 2 8 5] 6 7 

4- [6-T ^ J -8- (2, 5- v?:7Vl^ p Z ^ -^) -9- V ^ p 2! 
10 p \?/V-m-2-7)) ~;V]-2-* ^/W-3-^^>--2-^— 

NMR (400MHz, 6, d«-DMS0) ; 0.65-0. 73 (m, 2H), 0.88 
-0.98 (m, 2H), 1.48 (s, 6H), 3.37-3.46 (m, 1H), 7. 
40-7.75 (br, 2H), 7.48-7.55 (m, 2H), 7.59-7.65 
(m, 1H) 

ESI MS ; 370(M'+1) 
; 196-198T; 

[0286] mmm 1 6 8 

1-C6-T 5 7 -8- (2, 5-v^^/W^-P ^^^/V)-9-v-^ P^< 
>^/W9H-2->^ y ^^]-3-xf;Wi-/<yf;W3-^-^ 
20 NMR (400MHz, 6, d 6 -DMS0) ; 0. 66-0. 73 (m, 2H), 0.89 
-0.97 (m, 2H), 1.00 (t,J=7.2Hz, 6H), 1.60-1.73 
(m, 4H), 3.39-3.46 (m, 1H), 7.49-7.56 (m, 2H),7.59 
-7.65 (m, 1H) 
ESI MS ; 398(M + +1) 

; 215-216^: 

[0 2 8 7] 169 

l-{2-[6-T ^ / -8- (3- -7 ;v^r ^^-/ui)-9-7>u \?;v- 
9H-2-^y P^^^y — ;V * 

30 NMR (400MHz, 5 , d 6 -DMS0) ; 0. 84 (t, J = 7. 2 Hz, 3 
H), 1.70-2.22 (m, 10H),4.37 (t, J = 7. 4 Hz, 2H), 
7.27-7.32 (m, 1H), 7.50-7.59 (m, 3H) 
ESI MS ; 380(M + +1) 
; 198-200*0 

[0288] mmm no 

1- {2- [6-T ^ 7 -8- (3- 7 fls$r p ^ ^ ^/U) -9-/p bVW9 
H-2-:/ y ^M-i-^^M-i-^y? p 7? J * mm 

NMR (400MHz, 8 , d 6 -DMS0) ; 0. 87 (t, J = 7. 2 Hz, 3 
40 H), 1.79-2.01 (m, 4H) , 2. 33-2. 42 (m, 2H), 2.46 (s, 
1H), 2.62-2.71 (m, 2H), 4.38 (t, J = 7.4 Hz,2H), 
7.29-7.34 (m, 1H), 7.50-7.60 (m, 3H) 
ESI MS ; 366(M*+1) 

; i44-i46t: 
[0289] mmm 171 

4- [6-T ^ y-8-(3-^/V^P 7 ^^W)-9-^p tf^-9H-2 

-^y ^/v]-2-^ ^/u-3-^^ i/-2-*—)v * mst& 

NMR (400MHz, 8 , d 6 -DMS0) ; 0. 72 (t, J = 18. 0 Hz, 3 
H), 1.58-1. 69 (m, 2H),4.24 (q, J = 18. 0 Hz, 2H), 7. 
50 43-7.49 (m, 1H), 7.61-7.70 (m, 3H) 
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ESI MS ; 354. 1 (MM) 

; 167-168^: 

[0 2 9 0] 172 

l-[2-[6~T ^ /-8-(2, gziiZ^^E Z^EMzgz2lE ^ 

/i^-9H-2-^ y Eik±±^±E^zk±^ EriZg ^ n± 

NMR (400MHz, 5 , d«-DMS0) ; 0. 68 (t, J = 7. 2 Hz, 3 
H), 1.55-1.81 (m, 6H), 1.89-1. 98 (m, 4H), 4.02 (t, 
J = 7. 2 Hz, 2H), 7.50-7.57 (m, 2H), 7.59-7.68 (m, 
1H) 

ESI MS ; 398. 2 (MM) 
MA ; 232-234TC 

[0 2 9 U mmmi 1 3 

l-[2-[6-T5 7-8-(2, S—J7;VJrv7 ^^M~9--?u tf 
/U-9H-2-Z? V ^;V\-\-^z=-;V\-\--y? p ~T 2 J • 

NMR (400MHz, 8 , d r DMSO) ; 0. 68 (t, J = 7. 2 Hz, 3 
H), 1.56-1.68 (m, 2H) , 1. 72-1. 86 (m, 2H), 2.16-2.28 

(m, 2H), 2.32-2.46 (m, 2H), 4.03 (t, J = 7.2 Hz, 
2H), 7.52-7.58 (m, 2H), 7.60-7.70 (m, 1H) 
ESI MS ; 384. 2 (MM) 
; 225-226^ 

[029 2] 174 
l-{2-[6-T 5 y~8-(2, 5- 7 P7x ~9~^ 

NMR (400MHz, 5, d*-DMS0) ; 1.22 (t, J=7. 2 Hz, 3H), 
1.72-1.87 (m, 2H), 2.17-2.27 (m, 2H), 2.34-2.43 
(m, 2H), 4.07 (q, J=7.2 Hz, 2H), 7.51-7.59 (m, 2 
H), 7.59-7.67 (m, 1H) 
ESI MS ; 370 (MM) 

; 141-143^: 

[0 2 9 3] mmm 175 

1- [2- [6-T ^ / -8- (2, 5- 7/V* *7~ ~M -9-^/V 

NMR (400MHz, 5, d*-DMS0) ; 1.22 (t, J=7. 2 Hz, 3H), 

1.62-1.82 (m, 4H), 1.82-1.99 (m, 4H), 4.07 (q, J= 
7.2 Hz, 2H), 7.48-7.58 (m, 2H), 7.58-7.66 (m, 1H) 
ESI MS ; 384 (MM) 
; 191-194^ 

[0294] mmm 1 1 6 

4- [6-T $ y-8-(2, $-J7/Vjrx2 7 ^^/^-V-^/Xs-m 

NMR (400MHz, 8, d 6 -DMSO) ; 1.22 (t, J=7. 2 Hz, 3H), 
1.48 (s, 6H), 4.07 (q, J=7. 2 Hz, 2H), 7.49-7.58 
(m, 2H), 7.58-7.66 (m, 1H) 
ESI MS ; 358 (MM) 

m& ; 215-218^ 

[0 2 9 5] HJfiffill 7 7 
l-[6-T 5 y-8-(2, 5-^:7 Aofrp 7 zn^./V)-9-^^W-9H 
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NMR (400MHz, 5, d 6 -DMS0) ; 1.00 (t, J=7. 2 Hz, 6H), 
1.22 (t, J=7.2 Hz, 3H), 1. 58-1.73 (m, 4H), 4.07 
(q, J=7.2 Hz, 2H), 7.50-7.59 (m, 2H), 7.58-7.65 
(m, 1H) 

ESI MS ; 386 (MM) 
> 163-166^ 

[0296] mmm us 

4- [6-T ^ y-8-(2, 5-i?7/\'&v7zc~M-9-7't2 

9H-2-^y -M-2-* ^/u-3-^^>-2-^-—/u - mm, 

10 NMR (400MHz, 8 , d 6 -DMS0) ; 0. 68 (t, J = 7. 2 Hz, 3 

H), 1.48 (s, 6H), 1.55-1.68 (m, 2H), 4.03 (t, J = 

7. 2 Hz, 2H), 7.51-7.58 (m, 2H), 7.60-7.68 (m, 1H) 
ESI MS ; 372. 1(MM) 
; 194-196<C 

[0297] mmmi 1 9 

1- [6-T 5 y~8-(2, 5-v^y/V^P 7 ^^/V)-9-7x2 t:VV- 
9H-2-y V ~M -3-^ ^~/v-\~^< l/^ls-Z~3r—;v « mgk 

NMR (400MHz, 5 , d 6 -DMS0) ; 0. 67 (t, J = 7. 2 Hz, 3 
20 H), 1.00 (t, J = 7.6 Hz,6H), 1.55-1.74 (m, 6H), 4. 
03 (t, J = 7.2 Hz, 3H), 7.51-7.58 (m, 2H), 7.60-7. 
67 (m, 1H) 
ESI MS ; 400. 2 (MM) 

; 164-165^: 

[0 2 9 8] mmm iso 

2- {6-T ^ y -8- (3-7 /U^- U7^ ~M ~2~ [2- (1- t: Kp 
3rv^g P^^r-WV)-l-^^^/V]-9H-9-^y ~/WffF^ 

HtW4 7©2-{6-7^-8-(3-7;Wtn7x^)-2- 
30 [2-(l-t Kn ^ri/y^ P ^ 3r is/V) -1-^. ^ ~M -9H-9- 
yy^/umm^/l" 1 37mg\Z=.# y — /Uml, lN*BMfc 

~thvvj±&m&2mi*jmji, ^a-?30#ra«#ufc o 

Rj5i£»*tS«> a$Sr7k(^^LlNHCl7k^fCTpH^2 

U «|B-fb^2 31mgSr#fCo tt*65%. 

NMR (400MHz, 5, d*-DMS0) ; 1. 20-1. 30 (m, 1H), 1.41 

-1.67 (m, 7H), 1.78-1.86 (m, 2H), 7.38-7.43 (m, 1 

H), 7.52-7.64 (m, 3H) 

FAB MS ; 410 (MM) 

»p*^»l, mmm isi-i84 
[0 299] mmm isi 

3- {6-T^ y-2-[2-(l-t: Kn^yy^P^y/V)-l-x 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 19-1. 31 (m, 1H), 1.42 
-1.68 (m, 7H), 1.80-1.89 (m, 2H), 3.82 (s, 3H), 7. 
71 (t, J = 7. 7 Hz, 1H), 8.09-8.14 (m, 2H), 8.45 (d, 
J = 1. 3 Hz, 1H) 
FAB MS ; 392 (MM) 

50 [0300] mmm 1 8 2 
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5- T6-T ^ 7 -8- (3-7/V* -9~7 ^/W~9H~2- 

NMR (400MHz, 8, d 6 -DMS0) ;1.66-1.82 (m, 4H), 1.87 
-2.00 (m, 4H), 3.86 (s, 3H), 7.43-7.50 (m, 1H), 
7.63-7.70 (m, 1H), 7.71-7.77 (m, 2H) 
FAB MS ; 340 (MM) 

[0301] mmm 1 s 3 

(E) -3- {4- {6~T ^ 7 -2- [2- (1- fc Kgjj^j; P^3r-> 
/V) -9-7 ^/W-9H-8-^ y g g -2 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 21-1. 33 (m, 1H), 1.42 
-1.69 (m, 7H), 1.78-1.89 (m, 2H), 3.81 (s, 3H), 5. 
54 (br s, 1H), 6.66 (d, J = 16. 0Hz, 1H), 7.47 (br 
s, 2H), 7.68 (d, J = 16.0Hz, 1H), 7.84-7.98 (m, 4 
H), 12.5 (br s, 1H) 
FAB MS ; 418(M + +1) 

[0302] mmm 1 8 4 

2- { {8- (3- 7 /Vyfr -2- [2- ( 1- K K£^j^ 
P^^rv-/W)-l-^^^7W]-9-7 9-/U-9H-6-7V ~M T 
^ 7 } SEB£ * %Lf&M 

NMR (400MHz, 8, d 6 -DMS0) ; 1. 21-1. 32 (m, 1H), 1.41 
-1.68 On, 7H), 1.78-1.88 (m, 2H), 3.79 (s, 3H), 5. 
57 (s, 2H), 7.39-7.44 (m, 1H), 7.59-7.65 (m, 1H), 
7.69-7.73 (m, 2H), 8.09-8.12 (m, 1H) 
FAB MS ; 424 (MM) 

[0 3 0 3] 185 
2- [3- ( ±/UT ^ 7 ) -1-7* Xf^M -8- (3-7/V* p 
7^^/U)-9~* ^/U-9H-6-7 V >T 5 V - ~mWt& 

6- ^ v n -8- (3~7/U^xj7 ^ —/V) -2- 3 — K-9-7 ^VW 
9H-^y ^200mgSr»**, 70 < Ct?fiSfPT >^e^T 7 ^ 7 
-^k3^BD£S*fco ttffiTWWtliilU 8-(3-7 
/W^n ^ a: ~M -2- 3 — K-9-7 V *t ^ ^ 
Srl38mg#fCo 

NMR (400MHz, 5, CDC1 3 ) ; 3.84 (s, 3H), 5.76 (br s, 
2H), 7.20-7.30 (m, 1H) , 7. 42-7. 54 (m, 3H) 

— K-9-7 ^;u-9H-6-7 V1~^ V50mg, ^pp^(F 
y ^^^^^^-^^vr^^^v^^^aDiOmg, 3?>ffc; 

«P0(I)3mg, l-Wf;V7S /-2->^n fc-^22ml, hy^ 
?VWT ^ ^28ml. <DDMF2ml^£80^20#»#L*lo 
fcj&frmfr^tctc£>, l-v>7 ^/WT ^ J -2-7* fc">-Sr6 
Cmlift&PU 8ffC-e*6Kll»IB!l»bfco »ET»«& 
«*U ^B*^T?*f!Lfc, SMfc**;tf***&20 
#Bfc#iiA/««, ffifPEDTA*^&An*., ££g£^ h y 

NMR (400MHz, 5, d 6 -DMS0) ;2.85 (s,6H), 3.80 (s, 3 
H), 4.35 (s, 2H), 7.39-7.96 (m, 1H), 7.60-7.72 (m, 
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31H) 

FAB MS ; 325 (MM) 

WWHcLT, #«Lfc6-*nn-2-a— Kfl:£fflV\ * 
»J»^S3L^yw»l!iKI)lbT*J6« 1 8 6 - 2 0 1 <D 

[03 04] 186 

l-[6-T 5 7 -8- (2-7 y /W)-9~7 ^/V-9H-2-^ y ^7V]-4 
-7 ±A^±^< >-3-^- > 
10 NMR (400MHz, 6, CDC1 3 ) ; 1.18 (d, J =6.3, 6H), 2.6 
6-2.80 (m, 1H), 4.08 (s, 3H), 5.64 (br, 2H), 6.64 
(dd, J = 2.0Hz, 0.9Hz, 1H), 7.15 (d, J =2.0, 1H), 
7.68 (m, 1H) 
[0 305] $mm 187 
3-C6-T 5 y-8-(2-^7 y /i^)-9-7 ^;V-m-2-7}} 
-7zx-~;V-2-7n \? 

NMR (400MHz, 6, CDC1 3 ) ; 4. 10 (s, 3H), 5.66 (br, 2 
H), 6.66 (dd, J = 1.8Hz, 3. 7Hz, 1H), 7.18 (d, J 
=3.7, 1H), 7.44-7.50 (m, 3H), 7.69 (m, 1H),8.04~8. 
20 10 (m, 2H) 

[0306] mmm iss 

NW 77* tVW-3-[6-T^ y S~(3-7/U^* 7 =c^M 
-9-7 ^/V-m-2-7V —M-2-7* fc'^T 5 K 
NMR (400MHz, 8 , d 6 -DMS0) ; 1. 10 (d, J = 6. 0Hz, 6 
H), 3.80 (s, 3H), 3.86-3.98 (m, 1H), 7.38-7.45 (m, 

1H), 7.58-7.74 (m, 3H), 8.90 (d, J = 7. 7Hz, 1H) 
FAB MS ; 353 (MM) 

[0307] $mm 1 8 9 

NP-v' ^ n^3f [6-T ^ 7 -8- (3- 7 ;V$r *7^^ 

30 A0-9-7 ^/W9H-2-^y ^/U]-2-7* tfy/ ^ K 

NMR (400MHz, 5, d 6 -DMS0) ; 1.02-1. 30 (m, 5H), 1.50 
-1.60 (m, 1H), 1.64-1.80 (m, 4H), 3.54-3.64 (m, 1 
H), 3.80 (s, 3H), 7.39-7.45 (m, 1H), 7.58-7.74 (m, 
3H), 8.91 (d, J = 8.2Hz, 1H) 

[0308] mmm 190 

W-7 en [6-T ^ 7 -8- (3^7 /V^r v7^ -9- 
7 ^/W-9H-2-^y ~M-2-7v \+ZsT ^ K 
NMR (400MHz, 6, d 6 -DMS0) ;3.80 (s, 3H), 7.08-7.12 
(m, 1H), 7.30-7.36 (m, 2H), 7.39-7.45 (m, 1H), 7. 
40 60-7.74 (m, 5H), 11.10 (s, 1H) 
FAB MS ; 387 (MM) 

[0309] mmm 191 

3- [6-T ^ 7 -8-(3-^^^n 7 ^ -9~7 ^/U~9H-2- 

NMR (400MHz, 5, cLrDMSO) ; 1.42-1.64 (m, 6H), 3.50 

(br, 2H), 3.72 (br, 2H), 3.80 (s, 3H), 7.40-7.45 
(m, 1H), 7.60-7.78 (m, 3H) 
FAB MS ; 379 (MM) 

[0310] mmm 192 

50 3- [6-T 5 7 -8~ (3- 7 JV* u~7^^;V) ~9~ 7 ^vW9H-2- 
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^y ^/Ki-i-^/vfr y ;-z-7v 

NMR (400MHz, S , d 6 -DMS0) I 3. 66 (t, J = 4. 1Hz, 2 
H), 3.74 (t, J = 4. lHz,2H), 3.80 (s, 3H), 7.38-7.4 
5 (m, 1H), 7.60-7.74 (m, 3H) 

[0311] mmm 193 

2- C2-(4-T^ J 7 =*~/U)-1-3l^~/UU-8-(3-7/V*u 

7 ^ ^/u) -9- y ^/u-9H-6-y v yTjyj; =MM& 

NMR (400MHz, 5, d*-DMS0) ; 3. 10 (s, 3H), 6.69-6.78 

(br s, 2H), 7. 34-7. 40 (m, 2H), 7.41-7.47 (m, 1H), 
7.60-7.74 (m, 5H) 10 
FAB MS ; 359 (MM) 

[0312] mmmi 9 4 

N-[3-[6-T $ 7 -8- (3-7/U&V7*. ~9~ y ^VW-9H- 

NMR (400MHz, 5, d 6 -DMS0) ; 1.62 (s, 6H), 3.19 (s, 
3H), 3.83 (s, 3H), 7.40-7.47 (m, 1H), 7.60-7.66 
(m, 2H), 7.67-7.75 (m, 2H) 
FAB MS ; 403 (MM) 

[0313] mmm 195 20 

^^/V-N-{3-[6-T 5 ;-S-(3-7;VJrv7 ^~M~9-* 
^/W-9H-2-^y \?M#/W< 
y — b ; jggfejg 

NMR (400MHz, 5 , d*-DMS0) ; 1. 18 (t, J = 7. 0 Hz, 3 
H), 1.56 (s, 6H), 3.80(s, 3H), 4.00 (q, J = 7. 0 H 
z, 2H), 7.39-7.45 (m, 1H), 7.49 (br s, 2H), 7.54 
(br s, 1H), 7.59-7.66 (m, 1H), 7.78-7.74 (m, 2H) 
FAB MS ; 397 (MM) 

[03i4] mmm 1 9 6 

4- [6-T 5 y-8-(3-^/v^T3 7^~M-9-* ^yw9H-2- 30 
y V =~/V] -2-7 ^ =-/V-3-*7^ 

NMR (400MHz, 6, CDC13) ; 1.93 (s, 3H), 2.86 (brs, 
1H), 3.90 (s, 3H), 5.72 (brs, 2H), 7.21-7.29 (m, 1 
H), 7.29-7.33 (m, 1H), 7.35-7.41 (m, 2H), 7.47-7.5 
7 (m, 3H), 7.73-7.78 (m, 2H) 

[0315] mmm 197 

3- [6~T 5 y-8-(3-^/^P ^^^/^)-9-^ 

^/l/]-l-(2-y h^rV7x^W-2-/P 

ik 

NMR (400MHz, 8, CDC1 8 ) ; 3. 48 (s, 1H), 3.88 (s, 3 40 
H), 3.92 (s, 3H), 5. 95 (brs, 2H), 6.91-6.94 (m, 1 
H), 6.96-7.01 (m, 1H), 7.21-7.26 (m, 1H), 7.28-7.3 
4 (m, 1H), 7.46-7.56 (m, 3H), 7.62-7.66 (m, 1H) 

[03i6] mmm 1 9 8 

4- C6-T ^ J -8- (3-7 /V* vy*- ~9~y ^VV-9H~2- 
2! y =ZkJ -2- (3- g y vVv) -3-:/» >-2-^— 

NMR (400MHz, 6, CDC1 3 ) ; 1.93 (s, 3H), 3.87 (s, 3 
H), 6.20 (br-s, 2H), 7.20-7.37 (m, 2H), 7.42-7.57 
(m, 3H), 8.01-8.09 (m, 1H) 

ESI MS ; 389 (MM) 50 
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[0317] mmm 199 

3- [6-T ^ I -8- (3-7 xj7^ ^/U) ~9~y ?vW-9H-2- 

T'y ^/w]-l-(3-y h^^^pey-l-t-;!/ 

NMR (400MHz, 6, CDC1 3 ) ; 3. 83 (s, 3H), 3.88 (s, 3 
H), 5.71 (br-s, 1H), 5.92 (br, 2H), 6.85-6.90 (m, 
1H), 7.16-7.33 (m, 4H), 7.45-7.56 (m, 3H) 
[0 3 18] HJ60IJ2OO 

3- [6-T 5 I -8- (3-7/U^- P7x -9-7 ?vU-9H-2- 
7" y ~M -1- (4^h^rV7x ^/W) -2-7" p 

NMR (400MHz, 5, CDC1 3 ) ; 3. 80 (s, 3H), 3.86 (s, 3 

H) , 5.68 (br-s, 1H), 6.28 (brs, 2H), 6.88 (d, J=8. 
8 Hz, 2H), 7.20-7.26 (m, 1H), 7.43-7.56 (m, 5H) 

[0319] mmm 201 

4- [6-T ^ J -8- (3- 7 ?V3r P7x^;V) -9~ 7 ?vV-9H-2- 
:/y -zi/]-2-(4-t:° y v^/v)-3-:/^>-2-;3-— ;v 

NMR (400MHz, 6, d*-DMS0) ; 1.74 (s, 3H), 3.80 (s, 
3H), 6.63 (s, 1H), 7.38-7.46 (m, 1H), 7.48-7.76 
(m, 7H), 8.61 (br, 2H) 

[0320] mmm 202 

N^oi~fvV-4-[6-T ^ y-8-(3-7;UtP7x^;l/)-2-[2- 
(1- M K p *r g P ^^r->/V-l-^^^/W] -9H-9-^ ]) 

I) 4-[6-T ^-8-(3-7;VtP7x^l/)-2-3- K~9H 
-9-7" y 

4-[6-T; y-8-(3-7/^P7x-;k)-2-3 - K-9H-9- 
^y^^]^^>/-/M.50g^^PP^WA30ml. Tir h 
^hy^30mK *45ml, BWtttJ^T^ A— fcfamiZm 

g, ^—mwt-rhv i>A4.iogSrjp^, §s**»kt^» 

(^T5^ra«b<^#bfc 0 2-7 p P^y-/HCTS^S: 

/Kl:l)1000mlJCTj**Ufco Ugg£ SrTkfcl 

lN-Jfi«^TpHSr2-3fcfllMlbttftSra»«tbfco 

fc c HZ^91%o 

NMR (400MHz, 6, d«-DMS0) : 1.76-1.94 (m, 2H), 2.13 
(t, J = 7.0 Hz, 2H),4.20 (t, J = 7. 2 Hz, 2H), 7.3 
6-7.47 (m, 1H), 7.54-7.68 (m, 3H), 7.74 (brs, 2H) 

2) 4- [6-T 5 7 -8- (3- 7 p 7 ~ -2- 3 — K~9H 
-9-7" y 3vW 

4- [6-T 5 y -8- (3-7 xi7zr. ~;V) -2- 3 — K-9H-9- 
-JZ lsWtl- 41gSry ^ y -/W5ml^. &m%Lffi 
T0SX:KXmW LTV^5 i r tWb^*^/H. 2ml 

HHJfe^bfco *«6^Sr«l*«itK^hy 
SSb, a«Wb-a*l. 45gSr#fc. itX^100% e 

3) 4- {6-T ^ / -8- (3- 7 U7^^/V) -2- [2- ( 1- 1: 
Kp»->^ P^^rjy/W)-l-m^-/y]-9H-9-^y ^/W 
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4- [6-T $ 7 -8- (3- y /v* w*. -2- a — K-9H-9- 
^ K8ml. a— ^ffi(I)30mg. ^nntr^(hy 7x^ 
^^r^y— /W80mg, h y xf/PT $ W4/X 1 £r*PX.. g 

— (-> y # y/V25g, ^ p p A-y ^ y — (100 : 0-10 
0:l-50:l))i£ifcU *Bfb-&«144mgSr#fco ^90 10 

4 ) N_^^^/U-4- {6-T S 7 -8-(3-y/^n :7:n~/V')-2 
-[2-(l-t: Kp»^ P^^rv^/U-l-^^c=./W]-9H-9- 

4-{6-7 ^ y-8-(3-7^tn 7x^)-2-[2-(l-t Kn 
n^^ri//V)-l-ai^^/U]-9H-9-^y ~M*7* 
^/V663mg(C70%^^T 5 >-*^20ml£^Px., 
»«^-C80 < C-e5NPM«^bfc o fi^«r£»*'T*l&*P 

y^y^c— (i/y $>y/v25g, ^pa^y-^;- 20 

A- (100 : 0-100 : 1-50 : 1-40 : 1-30 : 1-20 : 1) ) Ktt b , ffi^J* 

BU Bfflfcn^vK ^-r;K:t» b g fft$9CD;7 y -ft: 
39ftng«r#fc 0 r©tOS:f&lc»Nfitti: U «C 
^^400mg£r#fc o W54% 0 

NMR (400MHz, 8 , d 6 -DMS0) : 0. 91 (t, J = 7. 2 Hz, 3 
H), L 20-1.32 (m, 1H), 1. 40-1. 67 (m, 7H), 1.78-1.87 

(m, 4H), 1.93 (t, J = 7.1 Hz, 2H), 2.94 (dq, J = 
5.5, 7.2 Hz, 2H), 4.25 (t, J = 7. 1 Hz, 2H), 7.40- 
7.45 (m, 1H), 7.58-7.65 (m, 3H), 7.72 (t, J = 5. 5 30 
Hz, 1H) 

FAB MS (m/z) : 465(M + +1) 

[0321] mmm 203 

(1-b Kp»^ P^^rV/^)-l-Ji^^/W]-9H-9-^y 
-/UTi? hT^ K-jSlfeifi 

NMR (400MHz, 5 , d 6 -DMS0) ; 0. 96 (t, J = 7. 2 Hz, 3 

H), 1.18-1.31 (m, 1H), 1.41-1. 67 (m, 7H), 1.78-1.90 
(m, 2H), 3.06 (dq, J = 5. 5, 7.2 Hz, 2H), 4.84 (s, 40 
2H), 7.38-7.44 (m, 1H), 7.52-7.63 (m, 3H), 8.40 

(t, J = 5. 5 Hz, 1H) 

FAB MS ; 437 (MM) 
[0 3 2 21 mM®\2 0 4 

4-[6-X5 ;-8-(3-7;i/tP7a^)-2-[2-(l-t Rp 
P^=fr v-/V)-l-ethynyl]-9H-9-^y ~M 7? 

>7-;K' mstm> 

NMR (400MHz, 6, d 6 -DMS0) ; 1. 19-1. 33 (m, 1H), 1.40 
-1.70 (m, 9H), 1.79-1.91 (m, 4H), 1.97 (t, J = 7. 3 
Hz, 2H), 4.25 (t, J = 7.4 Hz, 2H), 6.74 (brs, 1 50 
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H), 7.24 (brs, 1H), 7.40-7.46 (m, 1H), 7.59-7.68 
On, 3H) 

FAB MS ; 4370m) 
[0 3 2 3] %mm 205 

N^-^^^/W-4-[6-T $ S /V&uy zr.=-;V)-2- 

[2-(l-fc Kp»V^ p ->vW) -l-^^^M -9H-9- 

NMR (400MHz, 5, d 6 -DMS0) ; 1. 18-1. 32 (m, 1H), 1.40 
-1.68 (m, 7H), 1.79-1.88 (m, 2H), 1.90-2.01 (m, 2 
H), 2.21 (t, J = 7.2 Hz, 2H), 4.32 (t, J = 7. 2 Hz, 

2H), 6.98 (t, J = 7.6 Hz, 1H), 7.23 (t, J = 7. 6 H 
z, 2H), 7. 34-7. 41 (m, 1H), 7.46 (d, J - 7. 6 Hz, 2 
H), 7.54-7.59 (m, 1H), 7.64-7.67 (m, 2H), 9.82 (s, 

1H) 

FAB MS ; 513(M + +1) 
[0 3 2 4] HJ6#J2 0 6 

1- {2- [8- (3zZZk£ EiM -9-^ gvwzgfcgzg: V — 

1- {2- [6-T * J -8- (3-X/W^* j=vV) -9-y ^VV-9H~ 

2- ^y ~;v) -i-m^n/v] -1- v ^ P^^y — a>fc> 

t Ko7 9 i^SmltdSMlU MflSR>f yT5/M>.44mlSr 
ADx., H*MADj»3WIEbfco 5«^SffiS0t, vy 
*^*9At*»»ai (v^P/wy : *?;—/U=9 
5 : 5-C^m) bfc 0 ffefc^2tag«r#*:. 
NMR (400MHz, 5, CDC1 S ) ; 1.26-1.39 (m, 1H), 1.50- 
1.82 (m, 7H), 2.04-2. 15 (m, 2H), 7.26-7.33 (m, 1H), 
7.50-7.65 (m, 3H), 9.08 (s, 1H) 
FAB MS ; 351(M + +1) 

[0 3 2 5] mmm 207 

8- (3--7Sls$- u~7^^/V) -2- [2- (1- fc Ka±j^g p^< 
^ AO -1-^^/1/1-9- y ^/W-9H-6->^ y S —/V 

1- {2-[6-T S /-8-(3-7>tD7x^)-9^ ^/U-9Hr 

2- >^y ^/v]-l-m^ /H-l-V^ P^^^y — /V50mg(C 
T J);V7/U3- A-3.0ml> 5M NaOHl. OmlSriP*.. ^fiTl 
O^WSK^THFLOmlSrap*., Wt5aHftT15«PlB140»» 
^bfco «ET*»W**. ftH^t^i* (1:1) 200ml 

(100ml) -eifflLfct, ^*awSr-frfo*T*. fiS?p^: 
M&^Zti^ti 1 H-ro«5» b^c 0 Sr*f*«»^ 

Srp-TLC(CH 2 Cl 2 :MeOH=10: 1) bfc«. #?>ttfc^ 

*Sr«iBUTafej»»-cas>S*jBft-&* 2 17mg^#fc 0 
i[Z^36%o 

NMR (400MHz, 5, ds-DMSO) : 1. 68-1. 81 (m, 4H), 1.92 
-2.00 (m, 4H), 3.82 (s, 3H), 5.62 (s, 1H), 7.39-7. 
43 (m, 1H), 7.60-7.71 (m, 3H), 12.86 (s, 1H) 
[0 3 2 6] mfa&l 208 
1- [(E) -2- [6-T g Z^tl2l2Jk*B y^—^)-9-* gvw 
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1- [ (E) -2- [6-T 5 7 -8- (3- y;vir p z ^ =^k) iSzij ±Zk 

-9H-2-^y ^/W]-l-m^^/w]-l-v-^ c*^<^>? 7 — 
OmgCD^ b Kn^^^SmKO^Sr, ^#ffl5TF<7 
TC^T^lSfYb y ^ ^ A T/U 170mg(D-r t> ^ t: K 
a^^V10mlcO®^(c?gTb, 30#ffg»# b*: 0 
^4fcfCzk#T\ *0.2ml. 5N*^^ t> y ^ AO. 2ml, 
7K0.6mlSr?STbSiSSr»il:L^ o ^^SrSt*. KS£ 
m^-Cife^L. iS®SrJg^Lfc 0 ^^Srvy^^/w^ 
YiPyyj — (vy ^y/i-:20g, ^na^ 
nn^y:^; — 71^40: 1-20: 1) N #Cl^"e 
(NH->y ^7<^/U:20g, ^Pn^y-^pp^y: 

* 7 —/V-150: 1-100: 1-40: 1) MffcU 3 <D7 V —{£16 
0mgSr#fCo #?>ttfc^y-#:^^^y-/Hc^b, 5 
N^5dropsSriDx.Jt«lLfc 0 ^§§:xv-r;H:tM 

108mg£#fc o iR^19% 0 

NMR (400MHz, 5, d6-DMS0) ; 1.64-1.92 (m, 8H), 3.90 
(s, 3H), 6.70 (d, J =15.6 Hz, 1H), 7.46-7.52 (m, 

1H), 7.51 (d, J= 15.6 Hz, 1H), 7.65-7.71 (m, 1H), 
7.73-7.80 (m, 2H) 

ESI MS; 354 

M&'> >290<C 

ttfe-rz>mn&m\<\ mm^i,xmmm2 o 9-212 

[0 3 2 7J HJSM 209 

1- [ (E) -2- [6-T 5 7 -9-3^/w-8- (3-7/VJr ny^ 
-m-2--7V ^/v]-l-^~/v]-l-v^ p 7 —/v * M. 

NMR (400MHz, 6\ d«-DMS0) ;1. 31 (t, J = 7. 2 Hz, 3 
H), 1.72-1.85 (m, 2H), 2.15-2.30 (m, 4H), 4.38 (q, 
J = 7.2 Hz, 2H), 6.64 (d, J = 15. 6 Hz, 1H), 7.47- 
7.53 (m, 1H), 7.64-7.74 (m, 4H) 
ESI MS; 354 
fik&; 178-180^ 

&mm2 i o 

(E)-4-[6-T 5 7 -9-^- ?vu-8- (3- 7 ;v$r p7x^/U) -9H 
-2-^ y ^/W] -2-^ ^-3-^^^-2-^-/1^ • i&§|& 
NMR (400MHz, 5 , d6~DMS0) ; 1. 30 (t, J = 7. 2 Hz, 3 
H), 1.32 (s, 6H), 4.36(q, J = 7. 2 Hz, 2H), 6.62 
(d, J = 15.6 Hz, 1H), 7.38 (d, J = 15.6 Hz, 1H), 
7.46-7.53 (m, 1H), 7.61-7.72 (m, 3H) 
ESI MS; 342 

mmm 211 

(E) -4- [6-T ^ 7 -8- (3-7)V$r n?z± -9-7 ^yV-9H 

-2-^y ^/w]-2-y ^/v-^y- i/-2-*~)v * 

NMR (400MHz, 6\ d6~DMS0) ; 1. 32 (s, 6H), 3.90 (s, 
3H), 6.62 (d, J = 16.0Hz, 1H), 6.44 (d, J = 16. 0 H 
z, 1H), 7.45-7.52 (m, 1H), 7.65-7.72 (m, 1H), 7.73 
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-7.79 (m, 2H) 
ESI MS; 328 
>290<C 
HJ£#12 1 2 

(E)-l-[6-T ^ ;-8-(3-?/u*v z ~-^)-9-* ^/u-m 

NMR (400MHz, 8, d6-DMS0) ; 0. 85 (t, J = 7.2 Hz, 6 

H) , 1.59 (q, J = 7.2 Hz,4H), 3.90 (s, 3H), 6.62 
10 (d, J = 15.6 Hz, 1H), 7.32 (d, J = 15. 6 Hz, 1H), 

7.45-7.52 (m, 1H), 7.64-7.71 (m, 1H), 7.72-7.79 
(m, 2H) 
ESI MS; 356 

mmm 213 

1- [ (E) 33 X (2) -2- [6-T 5 7 ~8~ (3-7/U* P ^ ^ 
-9-7 ^/V-9H-2-^y ~)V\-\-^^~?y\-\-*/? v^O 

I) 1-[(E) j3i:tE (Z)-2-(l t l, l-hy^;^^^;w) 
-l-ji^-/v]-l—>^ p^^ 7 —/v 

20 i-oi^^/v-i-i ; — /wog. b y 

K^^T K30ml*5<J:^T^tf^ (xfy^p^hy 
/v) ^OmgOil^Sr^^H^CTgo^^rs^raS^b 
fco Si^ii^Sr^JE^eb, b.p. 135^(0.2inmHg)-C2 
lg<nm&£Vm<Dm&® (E:Z=15:l) S:#^ 0 
NMR (400MHz, CDC1 3 ) 5 ; 0. 80-0. 98 (m, 9H), 1.25-1.92 
(m, 26 H), 5.86(d, J =13.2 Hz, =CHSn of Z isomer), 
6. 14(s, 2H, HOCH of E isomer), 6.61(d, J =13.2 H 
z, =CH of Z isomer) 

2) 1- [ (E) jo X Tf (Z) -2- [6-T 5 7 ~8~ (3~7 >\>* p Z ^ 
30 —AO -9-7 ^--9^2-:/ y ^/W]-1-ji^^/w]-i-v^ p 
^V^7-/V-ifeBfeife 

-h~C#fc l-[(E) j$£Xfi (Z)-2-(l, 1, 1-hy^;^^ 
-/V)-l-:x.^ -/v]-l-v^ p^y^y —/^(D&^^on. 9 
3g, 8-(3-^/W^P ^ ^^7]/)-2-3— K-9-7 ^/W9H-6- 
^y^-^^llg, tfrffc^ h^^/VT^^i?^8.25g^ 
J: i> l> A671mg^ h ;H >- 165ml b tc 

^^g^^^/Vl65ml(^T*^ bfiSfP^bT Z/*~yj± 
*3<fc^fP^7K^T^b^ 0 *«IS^^7Ka^^ 
40 ^V^A-eK;^saSb^ 0 SJS:^y^^7A^ 
P-e h^7^-f — [v-y ^7^/W:350g, — ^r-y-V, — 3rlJ- 
^:gV^^/K4:l, l:l> 1:2. 1:4), mm=^^m. 

- [ (E) -2- [6-T 5 7 -8- (3-^/W^- p ^ ^ ^/W) -9-7 ^/p- 
9H-2-^y ^/W]-l-Ji^n/V]-i-v^ p^O^ 7 — /V 6. 6 
g£r#*io m§:7 ^ 7-/W0mltc|g^b5N^7mlSr*D 
^LS«?Lfco ^-TsWWtWt^McxmMlsti 
SSS^riat^ 31— T^/Wcr^bfCo 60^X10^ 

ra®i£b, mmm2 0 sxmctm\^ i-i(E)-2-ie-r ^ 

50 7 -8- (3-7 /Is* *°7x. -9-7 ^~9H-2-^ V ^/W]- 
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I-jit^/H-I-; 's? wOpy—A, - 92g (JR 

*51%) Sr#^ 0 NMRfcit^MStttaiBo 
[0 3 2 8] WKfrMftffffK U l-[(Z)-2-[6-TS 
/ -8- (3-^7W^- p 2 re -9-^ ?yU-9H-2-:/ y - 
l-^T-zl"]-!-^? v<>'?y—/U i j6»jft 450mg (& 
*4%) *r»fc. 

NMR (400MHz, 6, d6"DMS0) ; 1. 62-1. 88 (m, 6H), 1.90- 
2.03 (m, 2H), 3.86 (s,3H), 6.35 (d, J = 13. 2 Hz, 1 
H), 6.44 (d, J = 13.2 Hz, 1H), 7.44-7.52 (m, 1H), 
7.64-7.72 (m, 1H), 7.72-7.78 (m, 2H) 
ESI MS; 354 

mmKvxmmm2 14-22 7 (Dit&mt&tfiXsit. 
mrnrn 214 

l-[(E)-2-[6-T ^ / ;W8-(3-7/^p 7 
-9H-2-^y n^t^y— /V - 
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NMR (400MHz, 5, d6-DMS0) ; 1. 30 (t, J = 7.2 Hz, 3 
H), 1.64-1.90 (m, 8H), 4.36 (q, J = 7. 2 Hz, 2H), 
6.69 (d, J = 15.6 Hz, 1H), 7.47 (d, J = 15.6 Hz, 1 
H), 7.47-7.53 (m, 1H), 7.65-7.71 (m, 3H) 
ESI MS; 368 
MMM2 1 5 

1- [ (E) -2- [6-T 5 Z -8- (3zZZk£ p Z ^ =M -9-^ gvk 



NMR (400MHz, 5, d6-DMS0) ; 1. 73-1. 84 (m, 2H), 2.14 
-2.32 (m, 4H), 3.92 (s, 3H), 6.64 (d, J = 16. 0 Hz, 
1H), 7.46-7.52 (m, 1H), 7.65-7.72 (m, 1H),7.73 
(d, J = 16.0 Hz, 1H), 7.74-7.80 (m, 2H) 
ESI MS; 340 

181-184<C 

mmm 21 e 

l-[(E)-2-[6-X 5 y -8- (3- 7 )V^r viy^^sv) -9- * 



NMR (400MHz, 6, d6-DMS0) ; 1. 22-1. 36 (m, 1H), 1.46 
-1.74 (m, 9H), 3.90 (s, 3H), 6.65 (d, J = 15. 6 Hz, 

1H), 7.44-7.52 (m, 1H), 7.48 (d, J = 15. 6 Hz, 1 
H), 7.64-7.71 (m, 1H), 7.73-7.79 (m, 2H) 
ESI MS; 368 
M&'> 222-225t: 
MMm2 1 7 

1- [ (E) -2- [6-T ^ J -9-J: gywfc (3-7 P7x 



NMR (400MHz, 8 , d6-DMS0) : 1. 31 (t, J = 7. 2 Hz, 3 
H), 1.47-1.72 (m, 10H),4.37 (q, J = 7. 2 Hz, 2H), 
6.65 (d, J = 16.0 Hz, 1H), 7.47-7.54 (m, 1H),7.59 
(d, J = 16.0 Hz, 1H), 7.65-7.72 (m, 3H) 
ESI MS : 382 



nmm 2 1 8 

(E) -1- [6-T ^ J -9-xf;W8- (3- y/V^v 7 g -9H 

NMR (400MHz, 8 , d6~DMS0) : 0. 85 (t, J = 7. 2 Hz, 6 
H), 1.30 (t, J = 7.2 Hz, 3H), 1.58 (q, J = 7. 2 Hz, 
4H), 4.36 (q, J = 7. 2 Hz, 2H), 6.62 (d, J =16.0 H 
z, 1H), 7.30 (d, J = 16.0 Hz, 1H), 7.47-7.53 (m, 1 
H), 7.64-7.72 (m, 3H) 
10 ESI MS : 370 

mmm2 1 9 

(E)-4-[6-T ^ J -8- 7 zr, zl/u) -9-^ ^ ^/U- 
9H-2--7V ~;V\-2-* f;W3-yf >-2~^—/u • m%& 
NMR (400MHz, 5, d6-DMS0) ; 1. 26 (s, 6H), 6.50 (d, J 
= 16.0 Hz, 1H), 7. 19 (d, J = 16. 0 Hz, 1H), 7.22-7. 
35 (m, 3H), 7.42-7.51 (m, 3H), 7.56-7.62 (m, 3H) 
ESI MS; 390 

mmm 220 

1- [(E) -2- [6-T 5 ;^-(3-7/UtP7x^)^P b° 
20 /^-m-2-y p V v 7? y - 



NMR (400MHz, 8 , d6-DMS0) ; 0. 74 (t, J = 7. 2 Hz, 3 
H), 1.66 (sex, J = 7.2Hz, 2H), 1.71-1.85 (m, 2H), 
2.14-2.30 (m, 4H), 4.33 (t, J = 7. 2 Hz, 2H),6.64 
(d, J = 16.0 Hz, 1H), 7.46-7.53 (m, 1H), 7.64-7.74 

(m, 4H) 
ESI MS; 368 

mi&m 22i 

1- [ (E) -2- [6-T 5 y -8- QzZJk* E^kl zSz2lE t° 
30 /V-9H-2-^y ^A^-l-^T—M-l-ls? x*s<l/? J 

con. Ptx.<nii 

NMR (400MHz, 8 , d6~DMS0) ; 0. 74 (t, J = 7. 2 Hz, 3 
H), 1.60-1.93 (m, 10H),4. 32 (t, J = 7. 2 Hz, 2H), 
6.69 (d, J= 15.6 Hz, 1H), 7.46-7.54 (m, 1H),7.50 
(d, J = 15.6 Hz, 1H), 7.64-7.72 (m, 3H) 
ESI MS; 382 
2UK012 2 2 

1- [(E) -2- [6-T 5 ;-8-(3-7/VtP7x^)-9-^P g 
/U-9H-2->^y ^/W]-l-^^^/H-l—>^ P^r»y — ;u 

40 



NMR (400MHz, 8 , d6-DMS0) ; 0. 74 (t, J = 7. 2 Hz, 3 
H), 1.23-1.37 (m, 1H), 1. 47-1. 60 (m, 9H), 1.66 (sex 
, 2H), 4.32 (t, J = 7.2 Hz, 2H), 6.65 (d, J= 16.0 
Hz, 1H), 7.46-7.52 (m, 1H), 7.54 (d, J = 16. 0 Hz, 
1H), 7. 66-7. 72 (m, 3H) 
ESI MS; 396 

mmm2 2 3 

(E)-4-[6-T 5 y-8-(3-^/^n Z ^EZk>Z§z2^E ^Ar- 
9H-2-:/ y ^/W]-2-y ^jv-z-^j- >-2-^-— - m&m 
50 NMR (400MHz, 5 , d6-DMS0) ; 0. 74 (t, J = 7. 2 Hz, 3 
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H), 1.32 (s, 6H), 1.66(sex, J = 7. 2 Hz, 2H), 4.33 
(t, J = 7.2 Hz, 2H), 6.62 (d, J = 15. 6 Hz, 1H), 7. 
43 (d, J = 15.6 Hz, 1H), 7.46-7.53 (m, 1H), 7.65- 
7.72 (m, 3H). 
ESI MS; 356 
M1&M2 2 4 

(E)-1-[6~T5 y-S-(3-y/U^^^^^/U)-9-^tt bVW 
9H-2-^y ^/v]-3-^^/^-3-^<^^>-3-^-— ;v - MM 

NMR (400MHz, 3 , d6-DMS0) ; 0. 73 (t, J = 7. 2 Hz, 3 
H), 0.85 (t, J = 7.2 Hz, 6H), 1.58 (q, J = 7. 2 Hz, 
4H), 1.66 (sex, J = 7.2 Hz, 2H), 4.32 (t, J= 7.2 
Hz, 2H), 6.61 (d, J = 15.6 Hz, 1H), 7.29 (d, J = 1 
5.6 Hz, 1H), 7.45-7.52 (m, 1H), 7.64-7.72 (m, 3H) 
ESI MS; 384 
HJ6M2 2 5 

l-[(E)-2-[6-T g p^p l^/W8-(3-7;l/tP 

^^^/V)-9H-2-^y ^/V]-1-^^^/V]-1-->^p^^ 

y — « ^gfc^i 

NMR (400MHz, 6, d6-DMSO) ; 0. 77-0. 84 (m, 2H), 1.08 
-1.16 (m, 2H), 1.72-1.86 (m, 2H), 2.14-2.32 (m, 4 
H), 3.78-3.84 (m, 1H), 6.64 (d, J = 15. 6 Hz, 1H), 
7.44-7.51 (m, 1H), 7.62-7.70 (m, 1H), 7.70 (d, J = 

15.6 Hz, 1H), 7.81-7.89 (m, 2H) 
ESI MS; 366 

mmm 226 

l-[(E)-2-[6-T5 y-9->^ p^p bVU-8-(3-^/V^-P 

NMR (400MHz, 6, d6-DMS0) ; 0.77-0. 83 (m, 2H), 1.07 
-1.14 (m, 2H), 1.65-1.93 (m, 8H), 3.80 (sept, J = 
3.6 Hz, 1H), 6.70 (d, J = 15. 6 Hz, 1H), 7.44-7.50 
(m, 1H), 7.50 (d, J = 15. 6 Hz, 1H), 7.63-7.70 (m, 
1H), 7.81-7.88 (m, 2H) 
ESI MS; 380 
«t«2 2 7 

(E)-4-[6-T ^ I P ^P bVV-8-(3-^^^-p Z = 

^;V)-m-2~yV ~/U]-2-* ^P-3-^7 1 >-2-^—/U - 

NMR (400MHz, 5, d6~DMS0) ; 0.77-0. 84 (m, 2H), 1.07 
-1.55 (m, 2H), 1.33 (s, 6H), 3.80 (sept, J = 3. 6 H 
z, 1H), 6.63 (d, J = 16.0 Hz, 1H), 7.41 (d, J = 16. 
0 Hz, 1H), 7.44-7.51 (m, 1H), 7.62-7.70 (m, 1H), 
7.80-7.88 (m, 2H) 
ESI MS; 354 

mmm2 2 s 

(Z)-4-[6-T ^ y-9-^^-8-(3-^/W^-P Z ^^/^)-9H 

~ 71/1-2- y f;w3-^f v-2-^-— >v « mm, 

4- [6-T 5 y (3-^/W^" P 2 ^ — -9H-2- 

^1^-3-^^ V-2-^-— /^ 200nigCDy ^ y 
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^y !>A20mg$:iDX7K^#ia^T^M-ei0^ra»#L 

y^y/w:15g, ^np^y-^nq^y/^; 
-yw=60 : 1-40 : 1) tc« b (Z) -4- [6-T ^ y -9-^ ?yP-8- (3 
- y ;v^r uy^ -9H-2-^ V ~/k]-2-y gvwgzZg 
^-2-*-— /\s &m>tco rtv^y *y — /wc»^bfc«. 5 

NiS»5dropsSrAP^.S«8Lfco 
10 ^SrJP x-7/WCtffi^L8 51mg£# 
fc 0 ifc^26% 0 

NMR (400MHz, 6 , d6~DMS0) ; 1. 33 (t, J = 7. 2 Hz, 3 
H), 1.45 (s, 6H), 4.31(q, J = 7. 2 Hz, 2H), 6.33 
(d, J = 13.4 Hz, 1H), 6.40 (d, J = 13. 4 Hz, 1H), 
7.47-7.54 (m, 1H), 7.64-7.72 (m, 3H) 
ESI MS; 342 

mmm2 2 9 

1- [2-[6-T 5 y-8-(3-:7/K3-P 7x£Aj±2j ^/V~9H- 

2- ^y ^/v]-i-ji^/H-1-v-^ P^O-^y — ; jgjgji 

20 1- (2- [6-T 5 y -8- (3- :7/U;fr p 2 g -9-y ^/W-9H- 
2-^y ^/Ul]-l-^^^/W-l-V^ p^<V^ y — /W3 00mg 
C>y ^ y — /W20ml®ffilC5NlSK6drops*5J: inWfc*9S* 
#>-63mgSr*PxL*^#H«T^ta-ei7«rra«l 
#bfc. ^^^fr-tf^Sril** MfctSrSffib*: 

^p^r h^^^^r — (->y ^yyv:15g, ^on^ 
V, ^nn^^y/^^y-;l/(40:K 20:1. 10:1){C 
30 ffib l-[2-[6-T ^ y-8-(3-^/v^-p ^^^/W-9-y gvk 
-9H-2-^y ^/W]-l-^^/U]-l->^ asOfS — /W gr# 
fee ^tuSry yMz*a»Lfc*. 5Ngfflfe5iff«rAP;t 
jg*tbfc 0 ^/vSrJP^ft^MBi, 

jjfe* b 6 209mg$r#fc o JK^69% 0 
NMR (400MHz, 8, d6~DMS0) ; 1. 45-1. 80 (m, 8H), 2.02 
(t, J = 8.0 Hz, 2H),3.00 (t, J = 8. 0 Hz, 2H), 3.8 
8 (s, 3H), 7.45-7.52 (m, 1H), 7.64-7.71 (m, 1H), 7. 
72-7.78 (m, 2H) 
ESI MS; 356 

40 mmz b xmmm 230^^237 <ott&m b 
mmm 230 

1- [2-[6-T 5 y -8- (3- 7 P7x^) -9- y ^/W-9H- 

2- ^ y ^/i^]-l-ji^/w]-i-iy ^ p y —/u - jjggg| 

NMR (400MHz, 5, d6~DMS0) ; 1. 45-1. 58 (m, 1H), 1.60 
-1.70 (m, 1H), 2.00 (dd, J = 6. 8 and 8. 8 Hz, 4H), 
2.06 (t, J = 8.0 Hz, 2H), 2.93 (t, J = 8. 0 Hz, 2 
H), 3.89 (s, 3H), 7.45-7.52 (m, 1H), 7.64-7.71 (m, 
1H), 7.72-7.78 (m, 2H) 
50 ESI MS; 342 
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mmm2 3 i 

1- [6-T 5 J -8- (3-7 n y ^ ^/w) -9- 7 ^yu-9H-2- 

NMR (400MHz, 8 , d6-DMSO) ; 0. 84 (t, J = 7. 2 Hz, 6 
H), 1.42 (q, J - 7.2 Hz, 4H), 1.82-1.92 (m, 2H), 
2.84-2.94 (m, 2H), 3.88 (s, 3H), 7.45-7.52 (m, 1H), 

7.64-7.71 (m, 1H), 7.72-7.77 (m, 2H) 
ESI MS; 358 

mmm2 3 2 

1- [2- [6-T 5 I -9-^^/W-8- (3-:7/U*- g Z g E^k) =gHi 

NMR (400MHz, 6 , d6-DMSO) ; 1. 29 (t, J = 7. 2 Hz, 3 
H), 1.44-1.57 (m, 1H), 1. 58-1. 72 (m, 1H), 1.99 (dd, 

J = 6.8 and 8.8 Hz, 4H), 2.05 (t, J = 8. 0 Hz, 2 
H), 2.93 (t, J = 8.0 Hz, 2H), 4.34 (q, J = 7. 2 Hz, 

2H), 7.47-7.53 (m, 1H), 7.64-7.72 (m, 3H) 
ESI MS; 356 

mmm 233 

l-[2-[6-T ^ 7 -9-^ (3- 7 ;V3r r2 7*. —;V) -9H- 

NMR (400MHz, 6, d6~DMSO) ; 1.29(t, J = 7. 2 Hz, 3 
H), 1.42-1.81 (m, 8H), 2.03 (t, J = 8.0 Hz, 2H), 
3.00 (t, J = 8.0 Hz, 2H), 4.34 (q, J = 7. 2 Hz,2H), 
7.47-7.53 (m, 1H), 7.63-7.72 (m, 3H) 
ESI MS; 370 
HJ§#!2 3 4 

4- [6-T 5 I -9-^-^-71-8- ^7=r. -9H-2- 

^ y <f*Ar2r?9 ; - mm, 

NMR (400MHz, 5, d6~DMS0) ; 1. 17 (s, 6H), 1.29 (t, 
J = 7.2 Hz, 3H), 1.91(t, J = 8.0 Hz, 2H), 2.95 (t, 
J = 8.0 Hz, 2H), 4.33 (q, J = 7. 2 Hz, 2H),7.47-7. 
53 (m, 1H), 7.64-7.72 (m, 3H) * 



88 



*ESI MS; 344 
HJfifll 2 3 5 

l-[6-T ^ 7 -9-^ (3- 7 ;v3sr u7^.^/u) -9H-2- 

NMR (400MHz, 5 , d6-DMS0) ; 0. 83 (t, J = 7. 2 Hz, 6 
H), 1.30 (t, J = 7.2 Hz, 3H), 1.42 (q, J = 7. 2 Hz, 
4H), 1.83-1.92 (m, 2H), 2.84-2.95 (m, 2H), 4.34 
(q, J = 7.2 Hz, 2H), 7.47-7.53 (m, 1H), 7.64-7.72 
(m, 3H) 
10 ESI MS; 372 

mmm 236 

4-[6-T$ y-8-(3-^/^P^^^/V)-9-^P lf/U-9H-2 
-2: y jEZk] -2-* ^>V-2-7* 7 ; jftifttt 
NMR (400MHz, 5 , d6-DMSO) ; 0. 72 (t, J = 7. 2 Hz, 3 
H), 1.17 (s, 6H), 1.64(sex, J = 7.2 Hz, 3H), 1.91 
(t, J = 8.0 Hz, 2H), 2.95 (t, J = 8. 0 Hz, 2H), 4.3 
0 (t, J = 7.2 Hz, 2H), 7.46-7.53 (m, 1H), 7.64-7.7 
2 (m, 3H) 
ESI MS; 358 

20 mmm 237 

4-[6-T5 y-9-[4-(i^?vwr 5 ;)7 =.~;v\-%-(3~7 
7 ^/V) -9H-2-^ y ^Aj -2-7 ^/V-2-^9 7 — 
* — — * j^£8^j^& 

NMR (400MHz, 5, d6-DMSO) ; 1. 12 (s, 6H), 1.76-1.82 

(m, 2H), 2.82-2.90 (m, 2H), 3.00 (s, 6H), 6.89 
(d, J = 8.8 Hz, 2H), 7.25 (d, J = 8. 8 Hz, 2H),7.27 
-7.37 (m, 3H), 7.44-7.51 (m, 1H) 
ESI MS; 435 
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5g*sr^f>^ <fc oTRg5££;h,£ t> <£>-c&v>r t fcm 5 * 
-et>&v\, 30 
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[SIJS^J 2 3 8] TfJ -»-Alg:^^Hei 
t h7f; v-VAlS^cDNASrCHOKl*fflJia-eja*l^m$ 
■S\ *<omM&&66. 7ug/ml(Dmm^tt^X 5 (-Incuba 
tion buffer (20mM HEPES, lOmM MgCU lOOmMNaCl, pH 
7.4)£;0D;t. H®Lfc. iCD^g*:0.45niUc x hV^V 
J*-emffiLfr? wis? at^O-^/WTx/i^^CH-OCP 
A: 60nM; 30Ci/mmol) 0. 025ml t WBMbSHt&O. 025ml §r*P 
f*gMfc-g-<fe*g«ra\ *-f^^S«* 5 . 20mM»C/j; 
5 J: 5KlDMS0i£j&T*§$?U Incubation buff er-ClBJSfc 40 
10«#$? LflSffi Lfco r <Z>iS-e-^Sr30 < C-ei20^-M»« 
tS, ^7^«SiPJSilS (GF/B; Whatmantt»{) JiT^;^® 
3li!ti@U j£^*#Lfc5mlCD50mM Tris-HCl 

WAl^S^^-a-OH-CCPA) JC*f-t-4W^t^<ORa* 
»**<»=[1- {OI*1MET-C©«^»-#»j|«JJBrfr 50 



»/(^k»^*-#W*ttlS^»)}] xioo 
^'g-Stf*, f*^k^«5^#«ET-C<0'H-CCPAi^^-^ 
Wtg*-e*>S 0 ^1#S6<J^tt, 100m M RPIA#^ETt? 

©'H-ccPA^-^«cWiga-efc5o m<&&(ET-e<?>%i&& 

t IS. #«jgS©K^b^#^T-e<0'H-CCPA^^-fe 
t*|g*-efc^. &'f'<D|&*£&:(Kitt) I*. Cheng-Pruso 
ffco^J; 9 Jfcfcfco igm«r* 4 ic^ bfc c 
[0 3 5 5] 

immm2 3 9 ] r? 1 $^M§&&&g£SS& 

Receptor Biology Inc. <fc 9 „ 7t J v / >'A2a§^f^Sril 

VA2aS^^H^^*5^^ofc 0 JRAL*:BH1S#£2 
2. 2 u g/ml<DiggElC ft 5 <fc 5 (CIncubation buffer (20mM 
HEPES, lOmM MgC12, lOOmM NaCl, pH7. 4) MM 
Lfco r»K®*0.45mUC, bV7-VJ»T?mm^tiM-C 
GS21680 ( 500nM; 30Ci/mmol)0. 025ml t $t§Mb£-«b0. 025 

mis-ip^fc:. nmit&mmmte. -i-r<t^m^mtK 20 

mM(c& 5 <fc 5 (CDMS0^j$-C^ft¥ U Incubation buffer 

-ejw&ioffltf&f? uffiffl Lfc r. (Dm^m^s^-x^o^m 

XvxWmmm (GF/B; WhatmanttS!) ±~CM 
m&ZmmV. \M.^K^i,tc5mKD5QsM Tris-HCligaf 

^t?2iH]»B^ufe 0 ^<o^ #*7*mmm*'^T>u 

-g-<K)<DA2a(OS5§^'g-(3H-CGS21680)(C*f-r'5^'fk-& 



r 



(70) 



11-263789 
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tc s IC50£»tti Lfc. 

*)/(^-g-fi-*#S6«J^*)>] x 100 

I*. ^^k^##ffiT-e»'H-CGS21680i^ 

-&iSWffi*-es>s. ##Sft*£-a-hk> ioo mm rpia#& * 

^4 : H F7f/ y>AK 
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* T-CWH-CGS21680AM-g-aMI6S-CfcS<, 3B*&#ftT-C 
©HfrS**:!** #ajg«co«^c^#^T-e© s H-CGS 

21680^^IB*-CfcS« *^<ORa»^(Kiffl) li, 
Cheng-Prusof f <£>5t<fc •) ^*<Sr* 4 

[0 3 5 6] 

1*2 9] 





Al£^# 
Ki(nM) 


A2a5^ 
Ki(nM) 




0.024 


0.002 


NHa 

/-fir CH 3 F 

Or° H 


0.019 


0.0014 


N 


0.054 


0.75 


^N\-N OCH3 
^ KW6002 


10< 


0.052 


O N N ^-^_oCH 3 
KF17837 


10< 


0.047 



J i/>7=i-X h-efc5NECA (30nM)f«a!c{Cj;oT^ 

t hTf/ v^A2bg^#cDNA£CH0Kl^J^iS3SI$83i$ SgMwttSrfFfiffiLfco t) , Incubation buffer (^ 

Tttc. r<D«BJ^S:1.5X105cells/well -e24Well«^ V 50 l^:/*®^ pH:7.4) 2ml/well-C2lHlJfe^, 0. 5ml/wel 



[0 3 5 7] 

[Hi60!l2 4 0 ] TtV ->VA2b^^%^Jj5^fett 



(71) 



£MH¥l 1-263789 
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lt?305>M^W V**'*— ->g >ft? 0 JRWT\ Ro-20 
-1724 (phosphodiesterase inhibitor) 600 v NECA (18 

onM) t&fcM*mmm^mm<D&mik&M*^&M& 

^SrlOOMl/well -eJP^L^o Z<D15&m^ 0. IN HC1 
(300/zl/well) £S/£ffi£fi£&x.£r t lz.£ 
lb#>6 0 cAMPOS!)^^, Amersham cAMP EIA KitSrffiVN 
TtTofCo NECA*0^cAMP^(C*f-r^^^b^cOP£* 

(%) = [ 1- { (NECA t ^^b^*#T^OcAMP* - 1 
ncubat ion buf f er <D&(DcAMP&) / (NECA^$lJgS:cDcAMP 
4-Incubation buf f erCD^cDcAMPft) } ] X 100 
~tl£*), IC50§r5ft#>#:o ^m^S^U^Cc 
[0 3 5 81 

[*30] * 
NECAJfl&cAMPg£ttfBJf*ffl 
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Jc 









0.028 




O.07O 


itirtoc 


0.10 


KW6002 


2.85 


KFI7837 


1.36 



* [0 3 5 9] 

mmm2 a i ] &m&&mfitffi^y* (KK-A'/ Ta 

1) O&toMKtt-thftm 0»[gI&-5-) 

Wife : «-P5^J(D«H4KK-A'/Ta Jcl-v?* (B*^W7 

J:*>J»A) o 

lb-a-^)Sr0.5%y^-fe/H3— *7k*§i£lc!gjiSU 10 ml 
[0 3 6 0] ^jfiL*3«tU5jflJ»ffiOS!l^ : &8Hb&®)<0®. 

jfitf£l5Ml€r&&U B:*>(C0.6 MjS*&^ 
^135^HC®-g-r5 0 mfofrffi (1500 g , lOSK 4<C, 
#SPii'i>#SGS-6KR, ^j/^V (**) ) l,xmc±m 
^(O^/v^— x§r^/W3— *CirrX M7=i— CFP3te&6 

HI) Sr^TWtL*:. 

[0 3 6 1] ^*«^6- 1 ~^6-4{dHI^S^L 

DunnettS#*lteESr : fTV\ p<0.05£*jt^fr>? i¥UJfe 
[0 3 6 2] 





mm 

(mg/kg) 


&*s*zmikfiLmm 

— x 100 (%) 

&3-ifrjfii«te 








72.4 ±4.4 






10 


47.8 ±4.8 


* * 




10 


51.8±2.9 


* * 




S^o (* * ; p< 0 .01 vs. fc&*m) 



[0363] * 6 - 1 : i^5Sffi«t^^ V* ( KK-A' [0 3 6 4] 

/Ta Jcl ) ©i«JfiL)6Hc*f-t-5#ffl * 



t 



(72) 



1-263789 
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(mg/kg) 


ttbxmwmm 

— s^^ss — x100(% > 


*f*3 






69.8±2.3 






30 


48.5 ±3.4 


* * 



[0 3 6 5] *6-2 

/Ta jci ) «>wjfiL«tfcsrrsf^« 



(** ; P <(M)i vs. mmm) 

( KK-A' * [0 3 6 61 
* [^3 3] 



^6-3 : £t&&&mMLm^vx<tt-Ayn:*jci)<n&mm^tt+&ftm 





mm 

(mg/kg) 


^b^mmimm . 

- x!00(%) 


**3 


mmm 




76.6 ±3.9 




KW6002 


100 


57.6 ±5.6 


* 



[0367] ^6-3 : fcffi-*"? * ( KK-A' 

/Ta Jcl ) ©BSiLttrMat-rSftUl * 



(* ; P <o.o5 vs. jgjsa* is) 

^ [0 3 6 8] 
[^3 4] 



S6-4 : §^55^lg^JMv>^(KK-A>'/TaJcI)<OSSItlMft:W~*-4f*ffl 





mm 

(mg/kg) 


tt*5*MUUHfc 

; x 100 (%) 








80.7 ±2.3 




KF17837 


100 


62.0 ±2.8 





[0369] * 6 - 4 : g*K8ffift&#!-7 ( KK-A' 
/Ta Jcl ) Oi«jkJ»tC*f-t-5f^ffl 
[0 3 7 0] «_t<0£ v-VA^^^T^rf 

=;* MS Hi ^=e*WR^^^-T?M5t^JfiL«fi^Tf^ffl £ 
^bfc„ ffF*Bfla-e©NECA$iJScffifa^^*r-r5S^-Ctt. 
7?*/ v-^agSgtt^&ft&TV*^-* HiWM 
£*HMfWB**4i\ A2bSS§tft:^*fb!fiVNttiiiJf^ffl?Sr 

Sfjsfflli, TfS VyA2al:#IW47V?^^ M.A 

2bgs{t:{c:*fL3a^r>;5'=r^* h#ffl^=t-r?.^«3 

[0 3 7 1] — TrV ^Alg^ffctfJ^tfjTV* 
ht LT*P?>tl.rv»SFK453 (European Journal 
of Pharmacology, 1995*£, 2793£, 217-225M) f***f 
JWH***^* v ^T100mgAgS^-e t> ifii*f &Tf1MB ttfg 

jamiiT^y -»A2(A2a*JJ;U!/*fc[4A2b)S^T> 



(* ; p<0.05 vs. 
[0 3 7 2] 

2-(3-7;V^-P 7x-»-3-(4-f y i?/U)-3H-yf 5 £}/ 

[4. s-b] tf y s?^ • m.mi&<D&i&. ut&voc) 

H^(4- f y ^/W)-2, 3- f y $ ^ y — /V20 

mUC$gfl?U ^lmlt3-7/W^-a'<>'Xr/W7 ? l: K745 
mg£#P;t, ^m-C16Bffffl«#Lfc 0 KJ&jfcSr^SlU b 
/locVT?3lHl#il&Lfc. }g*8?g£&^/ — /U30mlKm 
40 iSU M7K^k«l-5gSr»P^, 5^FMiP^SjSK Lfc c R 
j£tt*£ttlcMU MffiftBU 100ml cDg^^/W-C 
##JU 50ml tf>7jc, 20ml WfiafP^:^7jct?j!fe-D fc 0 ^f$S 

StSS&rbu vy^y/^^A^n^h^wsib (g* 

^^-/W : n-~-*1r V=3 : lT?^til) 7 y -#0. 36g£ 
#fc. r©:7y-#:&/*/-/V20mlK:*gg?U ljftjg 

L T^lE'fb-a-'feO. 45g Sr Wfco ii®lR^46%„ 
NMR (400MHz, 6, DMSO-cU : 7. 35-7. 55 (m, 5H), 7.88 
50 (d, J = 6.4Hz, 2H), 8.33 (dd, J = 1. 6Hz, 8.0Hz, 1 
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H), 8.45 (dd, J = 1.6Hz, 4.8Hz, 1H), 8.94 (d, J = 
6.4Hz, 2H) 
10 3 7 31 



(73) ftmW- 11-263789 
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(5i) int. ci. 6 mm%- 

A 6 1 K 31/52 6 0 1 

31/53 

31/535 6 0 6 

45/00 

C 0 7 D 471/04 1 0 7 

// C 0 7 D 473/06 

487/04 1 4 5 

487/14 



F I 

A 6 1 K 31/52 
31/53 
31/535 
45/00 
C 0 7 D 471/04 
473/06 
487/04 
487/14 



6 0 1 

6 0 6 

1 0 7K 

14 5 



{nmwm is- *(72)3&^# s B3 &m 

^#c*o < tziftmffiM 9-7 o < rtxxm 20 ***o < amm w 9-7 o< 

2*407 2*410 

(72)&W# #± flfc (72)5&K* »f£ 

mnmo< amjtL 2-2-1 h—M ^»o< «m^eai803~ 1 

201 (72) ftWm *fJb * 

(72)3SW* fflgs *j**o<tfrti««-&l-6-8 

«4fc*»^rU#»-& 1 -14- 1 -503 (12)KWm /.h# fif- 

(72)%k# flra: &»m±*m*ffi*2-io-26 



